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(57) Abstract 

Novel quinolinc derivatives and quinazoline derivatives represented by general formula (I) which have an inhibitory effect n the 
autophosphorylation f growth factor receptors originating in platelets and pharmaceuticaliy acceptable salts thereof; pharmaceutical 
compositions containing these compounds; and a method for treating diseases relating to the. abnormal proliferation of cells such as the 
nrnlifeniHnn of tumors, wherein R, and R-> represent each H or Ctu alkyl. ot R f and R 2 together form C t .j alkylene; X represents O, 
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m us m 

& ffi » » 

. # « a * 

SH^Cplatelet-derived growth factor, ETFPDGF t£i'Og!4ll?il 
5MfcH»«cB8t)oT^SCi^»&nT^*(&ll.tt.l55a986)) o L^Ltt** 

HJGF^PDGFg^oaH^C^ Cftb 
*(ILfc0IJ*<ffi^$tlTl^(J.Exp.Med..l75 .1413(1992))*^ f«PDGFttffo&<* > 
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2 

* * - -tf s ft© s b u >wt*ftt s mm?* <d v ?j-jiBm\z ms-iz 

fc^ti^tc^^tLTl^ (Cancer Research^. 6106(1994) » Proc. Natl. Acad. 
Sci.USA..92.2558(1995)) 0 &±<DZ.bfr*>^ PDGF^ftgBU >K{bPfl»M*< 

^*4Mo©PDGFSs«:eay>»{bi!a«wtLTtt> mm* 

U>«tLTx J. Med. Chem. , 37, 2627(1994), J. Med. Chem. , 37, 2129(1994) x fc£ 
Cfl$S¥6-507643^&flk 3-7 'J U >3S<i: LTx Cancer Research. 

54.6106(1994) fc«fc'CM- t 0 , J *?;l/-2- 7U-^h°'J ;-^>iiLT^ Proc. Natl. 
Acad. Sci. USA. , 92, 2558(1995) jWO S>trO**o 

Lfc*H6*WU ^oPDGFgS#eau>»4bOlB»ffffl*W-r*<b^1jBt^ * 
tti, fgfc&*KD*y 'J >S§t*#i LTfcU #£¥1 - 2 4 6 2 6 3^4^(c 
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3 

fEifcSftT^S {4- [ (7-^dd-4- + ; 'Ji;b) 7x-iH 
(4-7^D7x-;b) ^^y>^t>tiTl^ 0 C©&fctfb£$lM\ ISM 
*J£LTffll>£ns*>©T*tK PDGF SB U >»f bffl^ffl ic 5 

4 -7 y-;l/*/y t>©£LTx J. Med. Chem. ,14. 1060(1971) 

. Acta Chim. Hung., 112 ,241(1983), #&BS6 3 -5 1 3 7 5-^&SU K>f 7 
ftHPS&3 1 0 1 5 4 4-t> - 2 4 6 2 6 3^&$B S 3 9 3 6 4 

Stress PDGF^gB'J >MMbH»ftffllcM-r*«Stt<i:^e 

**wfcu PDGF«s»aau ^boffl^ffl^t-^if^b^^ji^ 

f£ 93 © B§ * 

*3SMBii % (i) -M*>$n**y y >mm#tit>mz*i-*/\) > 
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R x «!:R 2 li-i^lc/j:oTC j -C 3 ©7;U*U>£ffM-f 6 WJi 

CHIfcliNT'iOx 

1 W^CHCDli^ 

(a) XliO^fciiST-fctK QfcU 

3 (ID : 




[5£tk m (ii % 2£fcte3T'**K RgfcMlgijKCN. OH. ^o^> N C 
* (HI ) : 
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K4u mltffl£<omm£m&T?&*). R 3 ' teilSiJicOH. C 1 -C 5 7;U 
C 1 -C 4 7;U3**>T*t)N Y. Zttl^CSfcli^giJIcNSfcfiCH 

S (IV) : 




K4>. mfcJitfRg' liRaotii^iTi^ R 4 (iH N C 1 -C 5 7 

;u* tt c 2 - c 4 7 v/^t& * ] t*; £ ft * St-* !k 

(b) X(iO N S*fcliCH 2 7f*^ Qtes 
S (V) : 



? 5 . ft 




o 1 
C 4 7;u+;b-e**9x AttC 1 -C g 7;u+;K C x - C 5 7;u^-;k gift 

(C 3 -C 1Q ) 7Jl*JW C 1 -C 4 7^3*->*^jJ?— ;K 7x-;k ^7 
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y-^g-cfcpx AT^t>£ti£cnt>07,M^ug> 7'j-;Hifci^fa 

7U-;U*l^ CN, N0 r OH, NHgN ^^">> C x - C 5 7;M^k 
*R (c 3 -c 1 Q ) 7^*;k C 1 -C 4 7^3*'X c 1 -c 4 r;i/3+s/ 

*7,t,*'-;k C 1 -C 5 7>;k C 1 -C 5 7v/n^>> C 1 -C 3 7;U*U> 

s***^ c r -c 4 7;u+^7^y. (c 1 -c 4 7;i/+;u) 75 a 

C0 2 H> CONH 2N N- (C 1 -C 4 7^+^) 75 H\ N, N-v- 
(C 1 -C 4 7^*^) 7 5 h\ C 2 -C 4 7;b*^7 ; 5h% h'J7^n^ 

;k C ., -c „ 7;M^f-;J\ 7x-Jk RSI7x-;k 7x; + a I^i 
1 4 

y + ->, 7x^f^ g&7^;Uf-;*\ 7x-;i/ (C 1 -c 4 7;i/+;i/) „ 
1^7x^1/ (c 1 -c 4 7^*;u) . h°'j^;K .f7^-^ f'j5^-;k 
fu^'^-^k foy^-;k fcWJ^-^k tX7i?-;k *^tX7^-;k 

C 2 - C 4 7 tl* 1-5 filOltkX^W LT^T *> £ < > B It. 

0. S, NH % NCN. NR 6 ^y=(iNOR 6 (CCT\ R g iiC j - C g 7;!/ 

* (V) : 

I (V) 
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*%*n®<t&mms& en Testis a+aR^' r 2 x 

W N X> Q, R 3% R 3 ' x R 4N R gx R g % Y x A> B N m N j fccfctf 

v^f;k s-yf-;K t-7f7k ^>f-;k >fv^>f;k *^>f-;K 

t ; 

(C 3~ C 10 ) 7;b+Jl/ : *>^o^d t°;K >*o7*^;k ^□'O 
i/^o^+v/yK i/^n^f-;^ $/?n;T?f-;k T^>^^; 

7* h * ->*;l/^x;K s - 7* h * ;1>jKx;k t - 7* h Jltf—Jl, ; 

>r77h*<>> s-^h + ^ t-yh*'>; 
C 1 -C 4 7^+;b7^y : y?-JU7S A jl^;I/7$ A ■/nf;b7;A 

5>- (C 1 -C 4 7^+^) 7iJ : 9 Jt*to7iJ* v?x^;U7$7> ^7 
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C 2~ C 4 7Jl * Jl/7i K:7-feh7 5 K. zfnt e *>7i h\ 7>7 S K; 

31t»c (C 3 - c j Q ) 7;u+;k c x - c 4 7^^+^ N c 1 -c 4 7;m*i/ 
^7;l/^*-;k c 1 -c 3 7^+u>Wa c x - c 4 7;U*;U7 s y , s?- 
(C x -C 4 7;U+;U) 75 A C 2 -C 4 7W7; H\ h'j7;l/tn^f 
Jk C 1 -C 4 7;U+;^^*> 7x-Jk 7x/^A 7x^W> 7x-^ 

(C 1 -c 4 7;i/+;u) , ^>y>r;u*^(iC 2 -c 4 7->;u©+^fc>jltfn« 

W&7*J*i/ : CN, N0 2% OH, NHg, ^d^> n C x - C 4 7;M=- 

Jk (c 3 -c 1 Q ) 7;u*;k c 1 -c 4 7;un+i/ N c 1 -c 4 7;u=i 
*i/#;i,**-;k c 1 -c 3 7^i/>^+->> c 1 -c 4 7;i'+;b75y N 
i^-(C 1 -c 4 7;^^) 7^y, c 2 -c 4 7;i/*;U7 5 h\ Hj^tfay 

f-^k C 1 -C 4 7^+^f-^x 7xiik 7x;+'X 7xZJbf^ 7i- 

;i/ (c 1 -c 4 7^;b) . '<>y>r^*fcttc 2 -c 4 7wuo4 i ^&«tfn 

*31l£T©gKcfcoT®&£ftT^£7xy*C/g ; 

gg|7x-;Uf-^- : CN. NOg, OH, NHg, ^of> N C^-C^U 
*>»k (C 3~ C 1 0 ) 7;U+; ^ C 1 -C 4 7;U3 + -> N C 1 -C 4 7;l/ 
3+«>*;l/^-;k C x -C 3 7;l/+U>^^>> C x -C 4 7>»U4^7 5 
(C 1 -C 4 7;l/+;U) 7^y, C 2 -C 4 7^+^75 h\ h'j7;btn 

yf-;k C 1 -C 4 74/+;l'f-^ 7x-;K 7x/*">, 7x-W> 7i 
(C 1 -C 4 7^+;U) . )\s*fr\tC 2 -C A 7is)V<0t£frl>m.\£ 

ft*3<@£T0glc«koTfi&3ttTV**7x-;l/f-;*-g ; 
St^OV^Jl : CN, NO^x OH, NH ? > ^07*^ C 1 -C 4 7;M=- 
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;k 3M* (C g -C 10 ) TJl>*Jls c 1 -c 4 7;U3*i/ N c 1 -c 4 7;un 
4->*;UsK-;k Cj-CgT^+UV^-A c 1 -c 4 7;u+;b7 s a 
>>- (C 1 -C 4 7^+^) 7$ A C 2 ~C 4 7Jl*)l7 i b\ bVJMu 
yf-;k C 1 -c 4 7Jl*Jl?-*^ 7*— ;k 7x; + -a 7x^;W> 7x 
(C 1 -c 4 7;u+;i/) * *c>'AOi/*fctiC 2 -c 4 7^UD^£iitf 

ft £ 3 <@ * T<Dg fc J; o T W& £ tlT ^ £ V* << 
£iz&-?lsJ>M, 77;H, ^^ge. fiEKx =J'^»> 

*»ft*y»>Att« torn. 7 m v ±m&mit&va mz.\f*mtii 

;k>-7A N Tmit^yZfOAtlt") 7>^->7Aig N #BfcJ&£ (0»J/L 
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3 1 

T&&tZZ.tl><-e%Z> 0 mz-ti* Org. Synth. Col. Vol. 3, 272(1955). Acta Chim. 
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:t*^^o 0J*.(i\ /MHMk *«WI* 17*^ 150 Hx 1 9 

7U >D§C£Wb&M> EkTQKfi&Kft^xSimtZZttfX'ZZo 



1 a; (i) frx gi) , a an ) ztzua. gv) T^^n^jj^ 

x#OT'£Mb&$i«\ t>o7 'J -;Mb£&*fctt^Tn7 'J -Mb 

b. X*<S-e*«<b^ttO^RR: 

Xrt<ST**Sfb£$II^ X*<0-C**<b^«l©l!BiftiHU^cJ:oT^ f- 
tf— t>o7 U — Jbit&fo £ tz li^x o7'J -Mb^ts 4 - * o o*y 
■J >RK|[ i Z>Zt\z£-o X®&t ZZttfXZZ 

2 & (I) Q*<a (V) K (V) *x j fc«ktfkfl<£fcK:0T&5] 




o 

A 



ci 
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Chem. Soc. , Chem. Commun. , 1157(1993), Synlett. 1157(1994)) »cg2*8$ftT^*;U 
(III) h'j7^o/^>x^7- h^fcl^-zf^h^A (III) h 'j 

& N 4-^oD + yy>SH»ft:*fc{i4--^DP+^'/ , J>R*(*i. ££8 0 
~2 0 OtcDlSa, Rtl< (4130-18 0 , C©iBfflt=t^ttEifettai^«: 
@&*gf&* 1 #~ 5 l#Rk Jf £ L < li 1 0 #~ 1 BSFalftffl £-££C<hl::«fc9@ft 
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b. X#ST?*«Bffc£to0£fifc: 
0J*-li\ XiK(Org.Syn.. 51. 139(1971)) IB«©£lTO^J*«w«k t) 7 isjl?-* y 

Wz.tt* 2 0 0 - 3 0 0 V ) t Z Z t K & *) MM t 8631 L tz S - 7 'J - 

&#TT**Q.gt £ c <h let b StJCf * 7 v^u** 7x; -;i>SH(K*£f** 0 ft^ 
T% Xj&<OT&Sffc^0tK&££|gi;^j£Tx *fcii8itt»iSE N, 
N-J?^WA7; K) 4\ MgHti-bVVAttbtzmms 0-1 5 0°C 




C X C H 2 T & 3 MO 6J& : 

X*<CH 2 T*-55^ (I) T^^n^^^Hi. * h 5 -(R. Cutler) t> CD J. Am. 
Chem. Soc. 3375(1949) lcgE«©7j&£*iJffl LTSgitlf-S Ci*<T'lS C 
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abhsou (0R(*\ sBRiHfeicfttt) t*i»LTi-2o«piaai« 

*#S 0 &^T\ 7. tm KJ.K.Stille) *©J. Org. Chem., 48. 4634(1983) lwfH«0 
Oi/'JU) *y U >SI#(*:*A:ttS[+^y'J >H^I^LT7>'U*>'1/'J7 C '7A 

t*X (h'j7x^M77^f » a'^-^A (II) ?n'J K) #£T 

RISnQ 




«*k A N R 1% R 2% Wfc«}:^;Eli|^^0^<^:|lI^T'*t)^ R* li.yf- 
3 3; (I) ft, Qrt<3; CO [3 (V) BtiOtr&tK j ttlTf&frfr 
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J >J >mm&t fz it 4 - * n n * i- y >J >SHM*£ftUB $i+T4- (-hD7x 
N, N-^^;M->;UA7S K) (0J*tfx 7K*<b^- h U 
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b. Xrt<ST-<fc.Mt£#KD&l£: 
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XMiti- HJ * A) 0#ST/Nn-!r><fc7;l/+;U«"^ffl$-fr4 C £(c«fc O^t- 



X*<CH 2 T-*-5^ (I) T^SnSft^ttli* # h 7-(B. Cutler) J. Am. 
Chem.Soc.,71 ,3375(1949) lc|H«O^CfcoT^tSC <h^-C§ So CCD 

ram*, mmfflkmwo km**** 1-2 0B#ua 





X*<CH 2 T'^-5>fb^O^ : 
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*o *tz, ctit>©N-7;u+;u7^ mi*, m^tmm win. n. 




4 3; (I) ft, (V) [a (V) j fc,fc#kri<£kicl-e&5] 
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4 0 




(iCH 2 T'*5 0 ] 

B#NCNT*£Sfl;&$!liN fe> (H.J.Petersen) £<DJ. Med.Chem. . 21, 

773(1978) {cia^cD^tc £ r> tSlt5 - <t*<T-§ * c 
C©^STti N i§SteWI®£i& (0>Rtf. M/fl^>^i') ±lSa. T- 
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(2CH 2 -C&£o ] 

So 
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wmn (to*.a> £T&#. ums:^ 

cn&<D«flm(i^ a«ffl^6nT^*WKWx im tt&ftk iwo«k 

fflx.&^ *;U? N TstTV >»-7/*>">A % ^'Jx^l/>^'jn-;k &<\M 
±fS£l«iJl^ 9 Mfflk pHHS3Fk ££<b#Jtt LT 

£JmMtpO. 5-50tl%x fftKlix 1-2 01fi%iST-*5o 

mtom&KRCTm&feztiztfs i~i o omg/kg t 



WO 97/17329 PCT/JP96/03229 

43 



n m to 
mm 

"rtf|RS©2. 6-i?tKo*i/t7^U> (961mg) %N, N-v^f-JU 
*;bA7 5 K (10 0ml) IcfcfrLfcSU A (1. 2 4 4 g) £fln 

^SfiJCT9»Lfco 3 0&'&V**)l>mW. (1. 14ml) ^o<t)j|TL 

Vh-NMR (CDC 1 3 , 9 0MHz) : 6 3. 8 9 (s, 3 H) , 
7. 0 0-7. 18 (m, 4H), 7. 5 3-7. 7 0 (m, 2H) 
MJMfrtt (FD-MS. m/z) :174 (M + ) 



mfl2 

(12) 

4-* no- 6, 7-5** h*WJ> (7 5mg) ilUfiW 1 Tlifc 6 - 
* h*S/-2-*7h-* (1 7 4mg) *«£U 18 0W3 0#P«gaf#L 
R£g£&£'vH>->/7-teh> (2/1) 7?HM-f*Wi'>'J*y^ 
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* H-NMR (CDC 1 3 , 9 0 MHz) : 5 3. 9 6 (s, 3 H) , 4. 0 
7 (s. 3H), 4. 08 (s, 3H), 6. 53 (d, J = 5. 71Hz, 1 
H) , 7. 18 — 7. 36 (m, 3H) , 7. 56-7. 91 (m, 5 H) , 8. 
50 (br, 1H) 

StffcfttfHii (FD-MS, m/z) :361 (M + ) 

Jtmi3 

6, h*->-4- (2— *-7f-;M-*-» *y 'J > (l o) 

4-*on-6, 7-v^y h*->*/ U > (4 5mg) ttfrUFu® P -*7 b 
-)l> (14 4mg) *»£U 18 0W«fBBWLfc^ HWJ 2 <»: I^Ht® 
JiffcKiioTfHHU »{t^4 5mg, JK$6 8%T-'#fe 0 

1 H-NMR (CDC 1 3 , 9 0MHz) : 5 4. 0 5 (s, 3H) , 4. 0 
6 (s, 3H), 6. 52 (d, J=5. 28Hz, 1 H) , 7. 27-7. 6 
1 (m, 6H), 7. 7 5-8. .0 0 (m. 3 H) , 8. 5 0 (br, 1 H) 

WSfiVrfflL (FD-MS, m/z) :331 (M + ) 

mm a 

6, 7-i?t h*->-4- (7-^ h*y/-2-^7^;U***» *>"J > 
(13) 

4-? on- 6, 7-^^ h*->*>/U> (89mg) <hrfjfl£.S® 7 
>>-2-t7h-;l/ (2 0 9mg) £ig£U 1 8 0 W3 0»IIM»Lfclfex 
HSS^J2<!:^©Sim-«fcoTfl5!iU ^i©{b^5 9mg, JR^4 1%T* 

1 H-NMR (CDC 1 3 , 9 0 MHz) : 6 3. 9 2 (s, 3 H) , 4. 0 
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5 (s, 3H) , 4. 0 7 (s. 3H) , 6. 5 4 (d, J =5. 4 9Hz, 1 
H) , 7. 10-7. 24 (m, 3 H) , 7. 49-7. 91 (m, 5H) , 8. 
49 (d, J=5. 49, 1H) 
JTOHHt (FD-MS, m/z) : 3 6 1 (M + ) 

1 H-NMR (CDC 1 3 , 9 0MHz) : 64. 0 0 (s, 3 H) , 6. 7 
9-6. 89 (m, 2H), 7. 30-7. 48 (m. 2 H) , 7. 69-7. 
9 0 (m, 2H) 

WBMfftt (FD-MS, m/z) : 174 (M + ) 

JEM 6' 

6, h4->-4- (5-^ r*S/ - 1 -f7f;l/t^'>) t;V> 

(1 1) 

4-^ou-6, 7-^h*WJX8 5mg) <hHWJ5T'^5- 
^ r + r-* (6 7mg) *«£U 1 8 or*2 OftlffilttL*: 

X H-NMR (CDC 1 3 . 9 0MHz) : 5 4. 0 4 (s. 3 H) , 4. 0 
8 (s, 6H), 6. 31 (d, J=5. 27Hz. 1 H) , 6. 83-6. 9 
2 (m. 1H) , 7. 3 4-7. 61 (m. 4H) , 7. 7 5 (s, 1 H) , 
8. 2 0-8. 2 9 (s. 1H) , 8. 43 (brs, 1 H) 
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Sfg£tfflt (FD-MS, m/z) :36 1 (M + ) 

6, 7-->V h**>-4- (4-^> K'J;M-*vQ U > (1 7) 
4-^dd-6, 7->V h*->*7 U > (1 1 2mg) iTfJflSa a D © 4 - t K 
n*W>K-;U (2 0 0mg) £ig&U 1 8 OWS Oftf$mWLfc 0 R£ 
S^^ISfa^KTK^h '^^TK^T^fnL^ 7k<fc?no*;UA-e#iij 

il^^DD^WSiif;!/ (3/1) T-Jg^-r-S^M^'J^yVU^a^h^ 
57>( -K^fitSiU ^S0ft&%£5 lmg. iR^3 2%X^fz 0 

1 H-NMR (CDC 1 3 . 90 MHz) : 6 3. 95 (s, 3 H) , 3. 9 
6 (s, 3H), 6. 08-6. 13 (ra, 1 H) , 6. 35 (d, J = 5. 2 
8Hz, 1H), 6. 83-6. 9 3 (m, 1 H) , 7. 2 9-7. 4 5 (m, 
5H), 7. 62 (s, 1H), 8. 40 (d, J=5. 05Hz, 1 H) 

WS£#HS (FD-MS, m/z) :32 0 (M + ) 

6, 7->^ h*->-4- (3, 4-^ F»'>7x;»'»»>/'J>(8) 
4-*oa-6. h + '>+>"J > (9 Omg) imiSa©3, 4-2 

p< h + '>7iy-^ (18 7mg) *fi£U 1 8 0W3 0£P£ft#LfcSL 

U SS<Dfl:£$»£2 6mg. JRJ$1 9%~C'&tZo 

X H-NMR (CDCl 3 , 5 0 0MHz) : 5 3. 8 7 (s, 3H) , 
3. 93 (s, 3H), 4. 05 (s, 3H) , 4. 06 (s. 3H). 6. 4 
5 (d, J=4. 9Hz, 1H) , 6. 75 (dd, J=2. 4Hz, 9. 2H 
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z. 1H). 6. 75 (d, J=2. 4Hz, 1 H) , 6. 93 (d, J = 
9. 2Hz. 1H), 7. 42 (s. 1 H) , 7. 57 (s, 1 H) , 8. 48 
(d, J=4. 9Hz, 1H) 
R*£*ftt (FD-MS, m/z) :341 (M + ) 

fUfe0J9 

6, h* ! s-4- >)Jl>**is) *J 'J > (1 5) 

4-*oo-6, 7-^ h + >>*yj> (9 0mg) <hifJ|R,S©6 - k Kn 

*->*y u > (i 7 6m g) *«fflu n«fe^j8 twmwir^wM^xmm. 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 5 (s, 3 H) , 
4. 06 (s, 3H), 6. 56 (d, J = 5. 5Hz, 1 H) , 7. 44- 
7. 62 (m, 5H) , 8. 1 3 (d, J=8. 5Hz, 1 H) , 8. 22 (d, 
J = 9. 2 Hz, 1H), 8. 53 (d, 3=4. 9Hz, 1H), 8. 94 

(d, J = 4. 3Hz, 1H) 

Mfttffte (FD-MS, m/z) :3 32 (M + ) 

6, 7-i^y b*i/-4- (3-7;l/tn7xy^v/) *J *)> (4) 

4-^an-6, U> (lOOmg) <trfjfl£.S0 3-:7;U 

*o:7*y-;K0. 2 0ml) £S£U 1 8 0W3 0&mm&Ltz o Kfo 
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mg N JK^9 4%Ti§rt:o 

1 H-NMR (CDClg, 500 MHz) : <5 4. 04 (s, 3H), 
4. 06 (s, 3H), 6. 56 (d, J=4. 9Hz, 1H), 6. 93 (d, 
J=9. 2Hz, 1H), 6. 95-7. 05 (m, 2 H) , 7. 39~7. 4 
5 (m, 1H) . 7. 4 7 (s, 1 H) , 7. 5 0 (s, 1 H) , 8. 5 3 (d, 
J=4. 3Hz, 1H) 

Sffi##r<il (FD-MS, m/z) :2 9 9 (M + ) 

mmmi 1 

6. h*->-4- (3-b F'd^->7x^-» *>"J > C5) 

4-^oo-6, 7-^h + H>"J> (3 0 0mg) <trfrB£«S© IsVJlf 
>t;7tf-> (0. 8 3 5ml) £&£U 1 8 0^*3 0#R3l£#L*:o 

&$l£37mg x iR$9%rdfco 

X H-NMR (CDC 1 g, 500 MHz) :<54. 01 (s, 3H), 
4. 0 2 (s, 3H) . 6. 4 8 (t, J =2. 4 Hz, 1 H) , 6. 5 9 (d. 
J=5. 5Hz. 1H) , 6. 77 (dd, J=2. 4Hz, 7. 3Hz, 1 H) 
, 6. 82 (dd, J=2. 4Hz, 8. 6Hz, 1 H) , 7. 33 (t. J = 
7. 9Hz, 1H), 7. 39 (s, 1 H) , 7. 47 (s, 1H), 8. 40 

(d, J = 5. 5Hz, 1H) 

SM^flHS (FD-MS, m/z) :2 9 7 (M + ) 



WO 97/1 7329 PCT/JP96/03229 

49 

6. 7-^h^->-4- (4-ro^7x;^y) *y u > (7) 
4-?od-6, 7-i>'> h + WJ> (1. OOg) tmffc&<D 4 -^a 
^7xy-;b (l l 5mg) £il£U 1 8 0°C*4 0&HaB*Lfc o £JfczI£ 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 04 (s, 3 H) , 
4. 05 (s, 3H), 6. 48 (d, J = 4. 9Hz, 1 H) , 7. 08 (d, 
J=8. 5Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 58 (d, J = 8. 5Hz, 2 H) . 8. 51 (d, J=4. 9Hz, 1 H) 
Sffi£#r<g (FD-MS, m/z) :3 5 9 (M + ) , 36 1 (M + + 2) 

mmmis 

6, 7-S^ h*v/-4- (2-^ ht->7x/^^) *y»J > (1) 
4-*ou-6, 7-^/ h*v/*y U> (1 02mg) £rfilRS«D2 -t V 
* ! s7x.J-)l (0. 5ml)*«^U 1 5 0r+8B$IHHI#Lfco RlSS^ 

tsk-t s * u # y 5 a ? o ^ h ^ ? ? ^ - k * o ft g u &s©<b£$i£ 

7 6mg, iR^5 4%-e^o 
1 H-NMR (CDC1 Q , 90MHz) : 53. 78 (s, 3H) . 4. 0 
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5 (s, 3H), 4. 05 (s, 3H), 6. 31 (d, J = 5. 3Hz, 1 H) 
, 6. 9-7. 4 (m, 4H) , 7. 4 2 (s, 1 H) , 7. 63 (s, 1 H) , 
8. 45 (d, J = 5. 3Hz, 1 H) 
H«^*fHt (FAB-MS. m/z) :312 (M + +l) 

mmm 1 4 

6, h*i/-4- (3-/- h^->7x^-/) *7 >J> C2) 

4-^dd-6, 7-^ »J> (1 03mg) <h rfJB&S,© 3 - ^ h 

*S/7xy-;l/ (15 8mg) £jg£U 1 6 0 WSIMHtfcLfco SJCft^ 

* t> U £Ii<Z)ft£tt&.2 9 m JR* 5 .2 %t?^^ 0 

1 H-NMR (CDC 1 3 . 9 0MHz) : <5 3. 8 2 (s, 3 H) , 4. 0 

4 (s, 3H) , 4. 05 (s, 3H) , 6. 5 3 (d, J = 5. 3Hz, 1 H) 

. 6. 7~6. 9 (m, 3H), 7. 35 (t, J=7. 0Hz, 1 H) , 7. 

4 3 (s, 1H) , 7. 5 4 (s, 1H) , 8. 5 0 (d, J =5. 3 Hz, 1 

H) 

(FD-MS. m/z) :311 (M + ) 

6, 7-v?/- h*->-4- (4-^ h^->7x;^i/) *V U> (3) 
4-*oo-6, 7-*?j* h + U> (1 0 3mg) £rt3iSiS©4 h 
(2 8 6mg) £g£U 1 5 0W6«fWLfc o 
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$l£2. 2 1g, iK^8 8%Tll/co 

1 H-NMR (CDClg, 90MHz) : d 3. 85 (s, 3 H) , 4. 0 
5 (s, 3H), 4. 05 (s, 3H), 6. 41 (d, J = 5. 3Hz, 1 H) 
, 6. 97 (d, J=9. 5Hz, 2H) , 7. 14 (d, J=9. 5Hz, 2 
H) , 7. 4 3 (s. 1H) , 7. 5 8 (s, 1 H) , 8. 4 6 (d, J =5. 
3 Hz, 1H) 

(FAB-MS, m/z) :3 12 (M + +l) 



HJ60J16 

6, 7-S?y h*'>-4- (5-^y U;t/**SQ *J 'J > (1 4) 
4-* on- 6, 7-v^y h*v/*/ 'J > (5 Omg) iffiRS© 5 - 1 Kn 
+ i/+y»J> (5 Omg) £*I£U 1 70W1 Oftfmftttio fc&m&® 

*L-C»fcSaE*^**>/ft»if-^ (1/1) T?gg88U Mfc*on*;bi» 
(50/1) T-M^1-5SM'> , ;/7y;l'^D-7h^7>f-jc:«k0 
UK U mm®4t&®£ 4 7m g> iR$6 4 %T-^^ e 

1 H-NMR (CDC 1 3 , 9 0MHz) : <5 4. 06 (s. 3H), 4. 0 
7 (s, 3H) , 6. 3 5 (d. J = 5. 3 Hz, 1 H) , 7. 2-7. 5 (m, 
3H), 7. 68 (s, 1H), 7. 7-8. 4 (m, 3H) , 8. 46. (d. 
J=5. 3Hz, 1H), 8. 49 (dd. J = l. 76Hz, 4. 17Hz. 
1H) 
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OT#0T<I (FD-MS, m/z) :3 3 2 (M + ) 

mmm 1 1 

6, 7-->V h**>-4- (1 -^7t^M-*'» *7 U> (9) 
4-^od-6. h + i/+y 'J > (9 7mg) irfrHSS® 1 -^7 h 

(3 4 Omg) £*1£U 1 5 0 W8B#R9i£#L*o Kfcm&MZmum 

(10 0/1) •eJg^-rSv/U^U^^A^ov ^77^ -KJ^fitMU 

m^*v>/&m*i-Ji< (i/i) Tjg^t<5^->'j^^u^ovh^7 

-f - lw «k TH^mS^^ iCiTs SflOftdtt* 5 7 m g . ft* 4 0 %T'#^ 0 
X H-NMR (CDC 1 3 , 9 0MHz) : 5 4. 0 5 (s, 3 H) , 4. 0 

5 (s, 3H), 6. 32 (d, J = 5. 3Hz, 1 H) . 7. 2-7. 6 (m. 

5H) , 7. 74 (s, 1H) , 7. 8-8. 0 (m, 3H) , 8. 3 5 (d, 

J = 5. 3Hz. 1H) 
M&tfit (FD-MS. m/z) :331 (M + ) 

mmmis 

6, 7-vM h4->-4- (5-^>KU;M-*'» *J x ) > (1 6) 
4-*no-6. 7->M h*->*y'J> (1. 0 g) imiSn a n05 - 1 Kn 
*W>K-JKi; 19g)£zI£U 150W1. 5^JKj^Lfc K£ 



WO 97/17329 



PCT/JP96/03229 



53 



^5 7^-lcJ:0mS5!L, mme><t&Va*8 98mg, ^6 3%T'#^ 0 
1 H-NMR (CDC 1 3 , 9 0 MHz) : 6 4. 0 5 (s, 3 H) , 4. 0 

7 (s, 3H), 6. 42 (d, J=5. 3Hz, 1 H) , 6. 5-6. 7 (m, 

1H), 6. 9-7. 6 (m, 5 H) , 7. 67 (s, 1 H) , 8. 44 (d, 

J = 5. 3Hz, 1H) , 8. 55 (b r, 1 H) 
S*£*fH (FD-MS, m/z) :3 2 0 (M + ) 

mm 1 9 

6. 7 -S?jt h*S/-4- (3-^ h»j/7x-m) *7 'J > (11 7) 
4-^dd-6, 7-i^y h + D > (5 Omg) iffiHRS©3-y 



1 8 ^MtoUfftc J; o TJff^ U 7 2 m g N 1 0 0 %T- 

X H-NMR (CDC 1 3 . 9 0MHz) : 6 3. 7 9 (s, 3H) , 4. 0 
1 (s, 3H), 4. 03 (s, 3H), 6. 84 (d, J = 4. 8Hz, 1 H) 
. 6. 9-7. 5 (m, 6H), 8. 45 (d, J=5. 1Hz, 1 H) 
M^tFfM (FD-MS, m/z) :32 7 (M + ) 

6, 7-^y h*->-4- (4-y h^->7x-;Uf-^) *y 'J > (1 1 8) 
4-*oo-6, 7- s J/ h**>*7 U > (5 Omg) irfjJRfi© 4 
S/'O-tf***-* (6 3mg) £iI£U 1 5 0T:+5aHfl» Lfc, H$fe0J 
1 8 ill® ©fifties T^SSU M»c^an^;l,AT^{b-r5c:<i:lcJ:t)^ 
@©fb£%£8 0mg x JR^l 0 0%-e^fc o 



(7 7mg) £g£U 1 8 3 OtHS»#Lfco HJfe 
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H-NMR (CDC 1 g, 90 MHz) : 5 3. 88 (s, 3H), 4. 0 
3 (s, 3H), 4. 05 (s, 3H), 6. 60 (d, J=4. 8Hz, 1 H) 
, 7. 1 5 (d, J =8. 7Hz. 2H) , 7. 3 8 (s. 1 H) , 7. 3 9 

(s, 1H), 7. 52 (d, J=8. 8Hz, 2 H) 8. 39 (d, J=5. 
1Hz, 1H) 

ft^i (FD-MS, m/z) :3 2 7 (M + ) 

rfflKS©4-7n«*y-;i> (1 7. 3g) £N, N-i?y 
K (9 0ml) MfclBLfcSL X&TMMti- h 'J *A (2. 6 4 g) ^Jn^.^o 
MT»wT— ttJU^N ^nD>WfAi-f/b (8. 3 5ml) ^Jn^N 

h >T*Jg§g-r Z> : s U y 5 A ? o v h 7 < - \z cfc f) mssi U &m<D<t& 
«*18. 25g> iR*8 4 96-e»fco 

1 H-NMR (CDC 1 3 . 9 0MHz) : 5 3. 4 6 (s, 3 H) , 5. 1 
3 (s, 2H), 6. 91 (d. J=9. 2Hz. 2 H) , 7. 38 (d. J = 
9. 2Hz, 2H) 

(FD-MS, m/z) : 2 1 6 (M + ) . 2 18(M + + 2) 

mmm2 2 (#%M) 

4- h U-n~rf-^f->-l - ^ h^WWx;-^ 
&ffiffl2 lT?»te4-^o*-l-y h*->y^7*y-^ (15. 9 9g) 
**6**h5kKo75> (2 0ml) CJgffU 7;k=f >£ffl^TmflRa D D©^ 



WO 97/17329 PCT/JP96/03229 

5 5 

7**/*)U6t% (1. 9 7g) 'SUP*.* HK3^0&7kxh5fc Fo77>i 

^5*<gfi{wMofcflffTx fh7bKn77> (10ml) Iwj&f? LfcrfJBRS© 
^bhU-n-y^;U7.X (2 3. 9 9 g) £#-3 < (9 iiTLfco M&*4B$ 

* n o *;b AJKa&jcOK-? * > -7 ATft* L ttEETfcfl®** £C£ 
KJ:Dgfi0<fc£fc£3 1. 3 9g. JR^l 0 0%T^/Co 

1 H-NMR (CDC 1 3 , 90 MHz) :50. 80-1. 6 5 (m, 27 
H) , 3. 4 8 (s, 3H) , 5. 1 7 (s, 2H) , 6. 9 1-7. 4 2 (m, 
4H) 

®S##fM (FD-MS, m/z) :4 2 8 (M + +l) 

HM0J23 (.mm) 

4-fc Ko»->7x^ 4-h'J7^p^^l/7x-;l/ 
HWJ2 2T?|^4- h «J-n-7f-;l/f->-l h + y^f^7x;-;l/ 
(1. 28 2 g) <tmfl£i£©4- (h'J7^Dyf^) OW^^nU K 
(6 2 6mg) ^^dd^A (5ml) KfcJffU flTIM© b'* (h'j7x- 
MX7>f » /<?5$*«7A (II) ^o'JK (8mg) £A*U 5^iS«EL^ 0 
EJSfi^£*£x-x;i/-e£Bffe> x-x;u^*fiSfn7 Wfc* u «7 A7jc^-e 

*W?/*S/*AT?^Lfco «BET««l«*»c#&tifc»ii (1. 028 

g) *fh7kKD77> (2ml) IztimZit* * (5ml) <h6N&Skkj§ 
«(12ml) Zmz.Z 4. 5MHBKt^. raCa&tt*mNM:* h U * A 
*»ftii-f^U x-x^S^TKeSK^^^'i'A-t?^^ fcff 
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MbMHit (FD-MS, m/z) :2 6 6 (M + ) 
^fi#J2 4 

(4- h 'j7^oyf-;l/7x~;l/) {4- [(6, 7 - h*»>- 4 
yjJl/) 7x~M it jy (2 9) 

4-?oo-6, 7-^ Y*'s*J »J > (8 lmg) <hH»J2 3Tl§*:4 
-t Kd+->7x-* 4-h'J7;^o>f;b7x-/l/ y h > (2 8 8m g) 
*«£U 18 0W2 05MfflH*Lfcau KJ6«£«*^*tf>/7-ir h> 
(2/1) TgB81"-5?WB5/y*y;l'^o'7h^5 7^-lcJ;fjf|i!!U 
ft£$l£9 8mg, JR^6 0%T'^^ o 

1 H-NMR (CDC l g, 5 0 0MHz) : 54. 03 (s, 3 H) , 4. 
06 (s, 3H), 6. 68 (d, J=4. 9Hz, 1 H) , 7. 29 (d. J 
= 8. 5Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1H), 7. 7 
8 (d, J=7. 9Hz, 2H), 7. 91 (d, J = 7. 9Hz, 2H), 
7. 9 4 (d, J =9. 2 Hz, 2H), 8. 5 9 (d, J =4. 9Hz, 1 H) 

KSftfrtt (FD-MS, m/z) :453 (M + ) 

»SflJ2 5 (##0J) 

4-b Kp*'>7x-;U 4->f^7x-;^ h > 

(1. 28 2 g) imS5S©4- V)\,*4)W7u 'J K (4 6 4mg) ^dd* 
(5ml) ICjgflIU rt3iSS,Ot*X (h'j7x^X7^ » /n°5v>7A 
(II) *o«J K (8mg) ZAtU 8^fPM«EL^o £&S£«J*fU£0J 2 3 t 
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Ifco WETMMmiSmizmm (9 6 7mg) tfh5kKo77> (0. 5 
ml) \z®Mtsi£, 7K (4ml) t 6 N£itek»»[ (10ml) «T7^ 

lmg, JR^3 4%m^ 0 
M^ffit (FD-MS, m/z) :212 (M + ) 

H»J2 6 

{4-[(6> 7-^h^^-4-^;'J^)^^'>] 7x^b} (4-y 
^;U7^-;b) > (3 0) 

4-*dd_6, 7->7^i/+;'J>(8 9mg) iHJ6M2 5 T'fifc 4 
-fc Ko*S/7x-;U 4-^f;l/7x-;l/ (2 4 8mg) 

1 8 0 W 1 0 L fUfe#J 2 4 £ R«©^FftT?lim-#- -5 C <b (c J: £ . 

^@2Mb&$j£ 1 18mg N iK^7 4%T'^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 2. 4 5 (s, 3 H) , 4. 
03 (s, 3H), 4. 06 (s, 3H), 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2 H) , 7. 30 (d, J=7. 9Hz, 
2H), 7. 46 (s, 1H), 7. 49 (s, 1 H) . 7. 74 (d, J = 7. 
9Hz, 2H), 7. 91 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J = 
4. 9Hz, 1H) 
©fi#0flfi (FD-MS, m/z) :3 9 9 (M + ) 

Hte0l2 7 (&%W) 

^lfe0J2 2-egrt:4- h U -n-yf-;l/^>- 1 -t h+«>yf-;b7x;-;|/ 
(1. 28 2g) imiSa©3-^OD'<>7'r^^o'J K (5 2 5mg) 
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no*;bA (5ml) KjgflPU rfrH£°Q©tfX ( h 'J 7 x-M77 * » '<? 
WJ* (II) ? o 'J K (8m g) £A*U 7NrrMSKLfc 0 RJ£iI£4jS££»0!I 

2 3 1 mft<z>isik-e&mt& z.tiz±imtzz--TJim$:, mwm-?y% ; s * 

ATtSLfc. ttETj8tt«^ft/:SI (1. 9 1 4 g) ©rt % -« (1. 5 
6 3g) £3*0* fh7tKo77> (1ml) tcygft?£-ti\ tK (7ml) £6 
Nttttfttttt (17ml) *Jn>L-C8l*HHBlELfco Rl6jl^ft*ia(t«l 2 3 i 

PH©^ST^SL> 5Jg<D<fc£4&£3 1 3mg, JR$2 2%X-mtz 0 
S*»«fH(FD-MS f m/z) :2 32 (M + ) 

HJ60J2 8 

(3-^po7x-;b) {4- [(6, h^->-4-t; U;b) 

*>] 7x-;l/} ^ > (3 1) 

4-?od-6, 7->>V h**>*V 'J > (8 9mg) tmmm2 7T»fc3 
-?ao7x-^ 4-tKo+->7x-;b * h > (2 7 9mg) £zI£U 
18 0^2 oaiVRKttLfco &ttffl2 4 £IW©#fcTl*i!l**C 

1 H-NMR (CDClg, 500MHz) : 5 4. 05 (s, 3H), 4. 
01 (s, 3H), 6, 71 (d, J = 5. 5Hz, 1 H) , 7. 31 (d. J 
= 8. 5Hz, 2H), 7. 51 (s, 1 H) , 7. 69 (s, 1 H) , 7. 9 
4 (d, J=8. 5Hz, 2H), 8. 12 (s. 1 H) , 7. 3 7-8. 03 
(m, 4H) 

KttMWt (FD-MS. m/z) :419 (M + ) 
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JOMI2 9 (##PJ) 

4 - t -7*?-;l/7x— ;b 4 h4->7x.r.Jl/ h > 

OT D D n©-hoy * > (5ml) 4\ rfiflRS07-7-^ (541mg) irU 
IRa©4-t-yf-;l^<>»/^^^D»J K (98 3mg) <hrfi|Saox* > 7 
A(III)h»j7^Dy^>X^^-h (4 9 2mg) £j&D;L N 6 Otter 2 

^8 62m g> JR*6 4%"P^fco 
M#tFHI (FD-MS, m/z) :2 6 8 (M + ) 

^JS0J2 9-eflfc4- t -7*^;U7x-;i/ 4 h + t- h > 

(862mg) £N, N-SMf\M^A7S K (35ml) lc»J»U * MJ 
t>U*** h*v>K (5 6 2mg) *Jp^ 7;H/>aPHSlT3l^ia««ELfco 
&£Sdtt«l OKU >Wc»«ilHlif'^-e»BLfc^ IHIif-^«**f 

7 9 4mg N JR*9 796-e»fe 0 

L H-NMR (CDC 1 g. 500MHz) : <5 1. 36 (s, 9 H) , 
6. 92 (d, J=8. 5Hz, 2H) , 7. 49 (d, J=8. 6Hz, 2H) 
. 7. 72 (d. J=7. 9Hz, 2H) , 7. 79 (d. J=8. 5Hz, 2 
H) 

Kfifttfflt (FD-MS, m/z) :2 54 (M + ) 
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(4-t-7f-^7x-;U) {4- [(6, h*->-4-*7 U;U) 

7x^;l/} y^y > (3 2) 
4-^00-6, 7-v?/- r + f+y D > (3 4 lmg) £HJ6fll 3 OTlffc 
4-t-yf;l/7x-;b 4-kKD*'>7x-;b ^rh> (7 7 5mg) 

^5A^07 h^57^ -KJ^flflKU ^g0{t&$l£7 2mg N pi 1% 

X H-NMR (CDC 1 3 . 5 0 0MHz) : 5 1. 38 (s, 9 H) , 4. 
04 (s, 3H), 4. 06 (s, 3 H) , 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2 H) , 7. 45 (s, 1 H) , 7. 5 
0 (s, 1H), 7. 52 (d, J = 8. 5Hz, 2 H) , 7. 78 (d, J = 
8. 6 Hz, 2H) , 7. 9 4 (d, J =8. 6 Hz, 2 H) , 8. 5 7 (d, 
J=4. 9Hz, 1H) 

JObWffc (FAB-MS. m/z) :442 (M + + l) 

HWJ 3 2 (***D 

rfj|RS©-rn;**> (50ml) mKa D a©7-7-^ (3. 2 4 4 g) 
imiSn c 2i0 4-7x-^>y>r^^og K (6. 5 0 0 g) ffi%LE , n®<< v r" 
;bh'^A (III ) h U7^tD> *>2Jl/**- h (1. 8 6 1 g ) £JJQ;L> 
6 0t:^T2 4l^raS9^L^ £&&^£7K£?nD;fwl,i*T*£Ii^ ?no 

4 2g) CD— €C (1. OOg) £BK»K ^**>/7* r 5/ U ay 

;l>*5A*o^ r^^-K^fifKU &®<D>ft£#l£3 0 0mg N |RS$3 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) : 8 3. 9 0 (s, 3 H) , 6. 
9 8 (d, J =8. 5 Hz, 2H) , 7. 4 0 (t. J =7. 3 Hz, 1 H) , 
7. 48 (t, J=7. 3Hz, 2H), 7. 65 (d, J = 7. 3Hz, 2H) 
, 7. 76 (d. J=8. 6Hz, 2 H) , 7. 85 (d, J=8. 5Hz, 2 
H) , 7. 87 (d, J=9. 2Hz, 2 H) 

11^1(FD-MS, m/z) :2 8 8 (M + ) 

fg%0J3 2«4-k'7x-;l/ 4-^*'>7x-^ ^h>(2 6 7m 
g) ^N,'N-^yf;l/^7^ K (20ml) K7§ft?U ^h'J^A^y 
H + ->K (16 2mg) £fln;U 7JlJ>%mmT3®ifflmmitz 0 msm^m 
* 1 0 % V >i?7K^t S^i?x^;UT^ii U I»xf-;UJ1* 0 . 5 N«8&©tK 

mm<D4t&&l*:2 0 7mg, iR^8 2%T^ 0 
1 H-NMR (CDC 1 3 . 500 MHz) : £6. 91 (d, J=8. 5H 

2, 2H), 7. 43 (t. J=7. 3Hz, 1 H) , 7. 52 (dd. J = 7. 

3Hz, 7. 9Hz, 2H), 7. 70 (d, J=8. 5Hz. 2 H) . 7. 7 

5 (d, J = 7. 9Hz, 2H) 7. 77 (d, J = 7. 9Hz. 2H), 7. 

83 (d, J = 7. 9Hz, 2H) 
M£«t(FD-MS, m/z) :274 (M + ) 
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{4- [(6, 7->^ Y* : s-4-*J 7x-;M (4-fcT 

7^;U) y ?y > (3 3) 

4-* do- 6. 7-*y h + 'J > (6 5mg) <tHjfe0lJ3 3T?£fc4 
-h°7x^;b 4-t Kd+->7x-;U (79mg) 180 

t*3 0#Rait#l*: o nn*)l,A/ft&3Ll-)i Q 0/1) T? 

sh-t * sjs •> u a ^ * d v h 7 < - \z x o mm l . mmoit&yjz 5 0 

m g> JK^3 7%T^o 

*H-NMR (CDClg. 90MHz) :<54. 11 (s, 3 H) , 4. 1 
4 (s, 3H), 6. 74 (d, J=5. 3Hz, 1 H) , 7. 3 0~8. 09 

(m, 15H), 8. 65 (d. J=5. 3Hz, 1 H) 

MMfiVfUH (FAB -MS, m/z) :4 62 (M + ) 

fUfe013 5 

iWS©-hny (10ml) <K rUBSo^OT- V-;b (1. 0 8 1 g) 
£rf3B5a D D<D2-^7 hJJlfrui) K (1. 9 0 6 g) iffilRS©^ yr^tf*A 

(III) HJ7;M-p;t*>x;U**-h (62 0mg) £fln;l> 60tfcT8 
B$R3!&# L RJCM^J^TK i^oD* ;U A r * o n * ;U AJg£&7fc 

&£8 1 7mg, iRs$3 1%-e^o 

X H-NMR (CDClg, 5 0 0MHz) : 5 3. 8 9 (s, 3H) , 6. 
9 8 (d, J = 9. 2 Hz, 2H) . 7. 5 3 (t, J = 8. 6 Hz. l H) , 
7. 58 (t, J = 9. 2Hz, 1H). 7. 86-7. 93 (m, 6H) , 8. 
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21 (S, 1H) 

MbMFflt (FD-MS, m/z) :26 2 (M + ) 

Hife0J3 6 (#%0J) 
4 -b Kp^'>7x^;1/ 2-^-7f-;b h > 

fSJ60J3 5Tl#^4-y h*i/7x-;U 2-^7^;U ^h>(7 3 5mg) 
*N. N-i;>fMM7$ K (2 0ml) lcflM?U * r U tfAf-*;* 
•>K (4?lmg) 7;Urf>£H»T5B#iraffiLfc 0 SAS»M«X 

*fe^J3 3ifiI^O^(r^oT^et'5C<i:lc e fct)^ mm(D<t&®}£5 9 5mg, 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 6. 9 3 (d. J = 7. 6H 
z, 2H), 7. 61 (t, J = 7. 0Hz, 1 H) . 7. 67 (t, J=7. 
3Hz, 1H), 7. 74 (d, J=8. 5Hz, 2 H) . 7. 78-7. 80 

(m, 1H) , 8. 02-8. 10 (m, 3H) , 8. 2 5 (s. 1 H) 

MUMfftt (FD-MS. m/z) :2 4 8 (M + ) 

HJ60J3 7 

{4-[(6> 7-^h^^-4-4;^l/)t^'>] 7x-;M (2— J- 
7f-;U) > (3 4) 

4-^pd-6, 7-v^y h4-^+yj> (1 12mg) £HJfe0»J3 6T'f§fc 
4-b Kn*->7x-;b 2-^7^;U ^rh> (12 4mg) 18 
0t*3 0#Ra##L*: SfcS^fcfiSfDlfcS&MI^ h U oo 

®*&®t>:ft*:g£ (227mg) (50mg) *no*;UA/ 

#&x*-;i/ (5/1) TSB8-fi»€v/U*y;l/^o-7h^77>f-^it)^ 
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1 H-NMR (CDC 1 3 , 90MHz) : 6 4. 0 5 (s, 3 H) , 4. 0 
7 (s, 3H), 6. 70 (d, J=5. 3Hz, 1H), 7. 35 (s, 1 H) 
, 7. 4 8~7. 9 0 (m, 5H) , 7. 9 6~8. 0 5 (m, 6 H) , 8. 2 
9 (s, 1H) , 8. 60 (d, J = 5. 3Hz, 1 H) 

®fi##rfit (FAB— MS, m/z) :4 3 6 (M + +l) 

HJfe^J3 8 omo 

TfJiSfn©- h a ^ * > (10ml) 4>> rtf|Rn D a ©T- 7-;U (1. 0 8 1 g) 
£rU&n a D©2-7V'r>'l'?n 'J K (1. 4 6 6 g) «tmBS°o©^ ? x-rt/ A 
(HI) MJ7;M-oy h (6 2 0mg) £;fln;^ 6 0t:i::T8 

tK £S<D{t£$l£9 6 5mg, 1R^4 4%T'^ Q 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 8 9 (s, 3 H) , 6. 
98 (d, J=8. 5Hz, 2H), 7. 16 (dd, J=3. 7Hz, 4. 9 
Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J=4. 
9Hz, 1H), 7. 90 (d. J=8. 6Hz, 2H) 

Mftttm (FD-MS, m/z) :218 (M + ) 

H&0I3 9 <£***) 

4-b Ko^->7x~;l/ 2-^J^U frh> 

HM^I3 8"?*§rt:4-y h**?*—^ xh>(804mg) 
£N, N-i?yfWA7; K (3 0ml) fCfcJJ?U thU^Afty 
<>K (6 4 5mg) fcUn^ 7;U^>5?fflSlT5^jS«IL/:o 
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ijyA9w?hr77< --CftmtZZtlzJ:!). mm<Dit&®$:7 0 2mg. 

X H-NMR (CDC 1 3> 5 0 0MHz) : 5 6. 84 (b r s, 1 H) , 
6. 93 (d, J=8. 5Hz. 2H), 7. 14 (dd, J = 3. 7Hz, 4. 
9Hz, 1H), 7. 64 (d. J=3. 7Hz, 1 H) , 7. 68 (d, J = 
4. 9 Hz, 1H), 7. 83 (d. J=8. 5Hz, 2 H) 

gMftftm (FD-MS, m/z) :2 0 4 (M + ) 

$mm4 0 

{4-[(6, 7-v?y 7x-;l/} (2-f- 

y > (3 6) 

4-*oo-6, 7-S>y h + v'+y U > (11 2mg) iH»3 9Ti#fc 
4-tKD + j/7xiJb 2-^x-;b ^rh> (10 2mg) 16 
0 V * 4 0 L /Co SJCftM^IHliM 2 4 i liHiC^^TmSI-r SCi 
ti©|fcAM3 4mg, JR^l 7%T"#^ 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 4. 0 4 (s, 3 H) , 4. 
0 7 (s, 3H) , 6. 6 5 (d, J =5. 5Hz, 1H), 7. 2 0 (dd, 
J = 3. 7Hz, 4. 9Hz, 1 H) , 7. 29 (d, J=8. 5Hz, 2H), 
7. 47 (s, 1H), 7. 49 (s, 1 H) , 7. 70 (d, J=3. 1Hz. 
1H), 7. 75 (d. J=4. 9Hz, 1 H) , 8. 00 (d, J = 8. 6H 
z. 2H), 8. 58 (d. J=5. 5Hz, 1 H) 
KS#fflg (FAB-MS. m/z) :3 92 (M + +l) 
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HIM 4 1 

(4-^dd7x^) {4- [(6, h*->-4— *>"J;t/) 

•>] 7x-;u} y^y > (3 7) 

4-^oo-6, >J> (1 1 2mg) £ mSSSO 4 - * □ 

D7x-;b 4-tH'o + >>7x-^ y h> (3 4 9mg) £g&U 180 
t*2 0^rHIJ$Lfco ©CI^^oD^^A/ftixf^ (5/1) T-Jg 

§a*ssui u jwu* d-7 h 7 >f -jet k> mm. u mmv^s®* 2 6m 

g> JR^l 2%T'^^ 0 

1 H-NMR (CDC 1 g, 9 0MHz) : 5 4. 0 3 (s. 3 H) , 4. 0 
7 (s, 3H), 6. 66 (d. J = 5. 3Hz, 1 H) , 7. 19-7. 34 
(m, 2H), 7. 44-7. 56 (m, 4 H) , 7. 7 1-7. 99 (m, 4 
H) , 8. 5 8 (d, J =5. 3Hz, 1 H) 

®S#tJr*ii (FD-MS, m/z) :419 (M + ) 

(4-7^D7x-^) {4- [(6, 7-i?^4i/-4-^'J;b)t 
7x-i} y ?/ > (3 8) 

4-^no-6, 7-i^ h*f*; *)> (1 1 2mg) £ffi|RS<D 4 -7;U 
tD7x^ 4-tKD+«>7x-^ >rY> (3 2 4mg) £il£U 17 

0W2 o^nmL^e Si&«M!«miM4 1 tmozmx-mmtzzt 

%M(D4t&®}$: 1 1 4mg. lR^5 7%T*i§Aio 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 4. 0 4 (s. 3H) , 4. 

07 (s, 3H), 6. 65 (d, J=5. 5Hz, 1 H) , 7. 18 (d. J 

= 8. 5Hz, 1H) , 7. 2 0 (d, J =8. 5 H z, 1H) , 7. 2 7 (s, 

1H) , 7. 2 8 (s, 1H) , 7. 4 7 (d. J = 8. 5Hz, 2H) , 7. 
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8 6 (d, J =8. 5 Hz, 1H) . 7. 8 8 (d, J = 8. 5 Hz, 1 H) , 
7. 90 (d, J = 8. 5Hz, 2H) , 8. 58 (d, J=4. 9Hz, 1 H) 
(FD-MS, m/z) :4 0 3 (M + ) 



mmm4 3 

(4- [(6, 7-vV h*v/-4-*yj;lQ 7*-M (7zz 

>>U) y > (3 9) 

4-* no- 6. 7 -'J/ V*i/*JVK (9 1mg) irfJBfoS© 4 - t Ko 
^y<>y7xy> (243mg) £*I&U 1 8 0 °C# 3 0 #P H m# L fc 0 M 

mg N JR^2 4%T-?#^o 

2 H-NMR (CDC 1 3 . 9 0MHz) : 5 4. 0 3 (s, 3 H) , 4. 0 
5 (s, 3H) . 6. 6 6 (d. J=5. 3Hz, 1H), 7. 31-7. 99 
(m, 11H), 8. 57 (d, J = 5. 3Hz, 1 H) 
M#fflI(FD-MS, m/z) :3 8 5 (M + ) 

^Jfefll4 4 (#%#!) 
3, 5- r J* hJlJcy 
T-t? b- h l )Jl (2 0 0m 1) {CrUI£5S0;*vUi/y-;b (5. 7 7 g) 

iM*MH»(8. 4 7ml) &KK*U9A (12. 3 g) £jD;iT. 

^*-*>/#&i*;t/ (5/1) T®@§-t-«^U^y;^7A^D^hr57^ 
--eHSS!-r5CiiCctt)> £®©{b£&£5. 04 gx iR^8 2%-e^fc 
X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 3 0 (s, 3H) , 
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3. 7 6 (s, 6H) , 6. 3 0 (s, 1 H) , 6. 3 7 (s, 2 H) 
&7Kxh5t Kd77> (10ml) K%im\4 4Tl#^3, h*i< 

h;ui> (i. oog) zmmi, mnzfflnT-4 5°c^%t&<D2. 5m© 

n-rrJlV + VA-^Vyfem (2. 9 0m 1) £fln;i*:SU 3 O^itft 
Lfc 0 M«c % rfJB£a a D©4-y ^•XZ/a^iJ K (1. 2 3 g) £xh5 
hKo77> (10ml) i:^L, -4 5WT»0o < t)Jnx.fe 0 lNrHM 
4n?Jf ^jKS^^r^i * a u*;UAT#i! U * o o *;l/AJi£&7]<5iit 

xf;b (5/1) TSra-r5'>U*^I//77A^D-7h^5 7-f-Tfllt!l"r«C 
<hlc«fctK »{b^3 8 4mg, JR^2 0%Ti#fc o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 4 0 (s, 3H) , 3. 
6 9 (s, 6H) , 3. 8 5 (s, 3H) , 6. 4 3 (s, 2H) , 6. 8 9 
(d, J = 9. 2Hz, 2H), 7. 82 (d. J=9. 2Hz, 2 H) 

mm 4 6 omwd 

2, 6-^bKp^'>-4-yf^7x^;l/ 4-bKot->7x-;l/ »h 

«**fb>^U> (10ml) fcldMI4 5Tl»fc2. 6-v^ h4^>-4- 
^f-;U7x^;U 4-^+v/7x-;l/ (3 2 1mg) ^)BU M 

«WIRS® HJ7n*#7> (3 4 9ml) £**o < &an*.fcflU M+r—ft 
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1 H-NMR (CDC I g, 500 MHz) : 6 2. I 6 (s, 3H) , 6. 
16 (s, 2H), 6. 79 (d, J=8. 6Hz, 2H), 7. 56 (d. J 
= 8. 5Hz, 2H) 



(2, 6->'l:Kpt->-4-y^7x^) (4- [(6, 7-v>7K 
>>-4-^yj;u) y jl-ji} (4 2) 

4-^oo-6, b*f*; U> (6 lmg) iHSfe^J4 6T^2, 

6-^hKo+y-4-^f;l/7i-;l/ 4-tFo + ->7i^ >r h > 
(lOOmg) £v?xf-U>^g z»-;U>?y f-^i-x^ (0. 5ml) {cjgfl? 
1 7 0 W2 O^IWftLfco RJC»^il*ijlftftll**^ h U * AtK^ 

(10 0/1) ^aHt-5i/'J*y;l/*7A^D-7hr77-f-lc 
«fct>tt«U »ft^3 2mg, iR^2 7%T"^ 0 

1 H-NMR (DMSO, 500MHz) : 
5 2. 18 (s, 3H) . 3. 9 0 (s, 3H) , 3. 9 5 (s, 3H) . 6. 
20 (s, 2H) 6. 68 (d, J=4. 9Hz, 1 H) , 

7. 3 2 (d, J = 9. 2 Hz, 2H) , 7. 42 (s.'lH), 7. 4 3 (s, 
1H) , 7. 82 (d, J = 8. 6Hz, 2H) . 

8. 54 (d, J=5. 5Hz, 1 H) 

(FD-MS. m/z) :432 (M + +l) 
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gums mm\) 

4-?oo-6, 7-^n + ^;'J> (1. 8 4 g) irfJBS D n n©4--h 
n7x7-;K3. 4 2 g) *fttf % 1 7 OaMK^Lfco M*? 

5A^o-7h^57>f-(c«kt)J|t^U *H0<b£tt£4. 5 4g^ JR^8 9% 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :eS4. 01 (s, 3 H) , 
4. 06 (s, 3H), 6. 69 (d, J = 4. 9Hz, 1 H) . 7. 27 (d, 
J=9. 1Hz, 2H), 7. 37 (s, 1 H) , 7. 47 (s, 1 H) , 8. 
32 (d, J=9. 1Hz. 2H), 8. 62 (d, J=4. 9Hz, 1 H) 

M#*fli (FD-MS, m/z) :32 6 (M + ) 



»g^J4 9 (#%0D 

6, h*^-4- (4-y ;;7xy^-» > 

6, l-V* h*<>-4- (4--ho7x;^>» > (1. 0 0 g) 

£N, N-S?yfM^7; K/#Kxf-;b (3 0ml /15ml) Kigj&U 
1 O^jMMb/^y^A-aaR (6 9mg)-*Jn;U TK^gH^TM&lcT 1 7 

fc&fcTKSIK* h «J *A-«*Lfco JJOTfflftff£U &m<0<t&®Z7 9 9 
mg N tt$8 8XTSfc 0 

1 H-NMR (CDgOD, 500MHz) : 5 4. 0 0 (s, 3H) , 
4. 00 (s, 3H) , 6. 47 (d, J = 5. 5Hz, 1 H) . 6. 8 2 (d, 
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J =8. 6 Hz, 2H) , 6. 9 6 (d, J =9. 2 Hz, 2H) , 7. 3 2 
(s, 1H), 7. 62 (s, 1H), 8. 36 (d, J=5. 5Hz, 1 H) 
WS##ri£ (FD-MS. m/z) :2 9 6 (M + ) 



%m\ 5 0 

N- {4- [ (6, h*«>-4-*y U-d/) 7x^) - 

3-fc°'J > ; >^;U»>-9-^ K (6 1) 

6, 7-^^ h4->-4- (4-7i;7x; + y) +V'J> (57mg) t 
mig n ° B ©-3f->K (3 7mg) £N, N-^^;U*;UA7$ K (2ml) fc 

l-x^;l,-3- (3* -^Wi^Dt 1 ;!/) 
Ki&&£ (7 9mg) £fln;U M&KT5B#FilHf#L£o 

&$l^o ttEftmK«rff £^ « c _ £ Id ck t) ft & ft fctiftflft £x. - f- ^TJfc* 

U £IS©fl:£$!£4 7mg N JR*6 l%T»fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 5 (s, 3 H) , 4. 
06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 47 (dd, J=4. 9, 
7. 9Hz, 1H), 7. 56 (s, 1 H) . 7. 77 (d, J=9. 2Hz, 
1H), 8. 26 (d, J = 8. 5Hz, 2H). 8. 49 (d, J=4. 9H 
z, 1H), 8. 79 (d, J=3. 7Hz, 1 H) . 9. 13 (s, 1 H) 
©g#tFflg (FD-MS, m/z) :401 (M + ) 
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IBM 5 1 

N— {4- [ (6, 7-VM 'Jx;U) 7x_;U} - 

(3, 4-v>V ^->7x^) a;MHr»S K (6 2) 

6, 7-^^->-4- (4-7i;7x; + i/) +7 'J > (5 6mg) t 
rfflRS©3. 4-^h*«>$lSl(6 0mg) £N. N— >M f ;b^;bA7 
S K (2m 1) KiUmi, (3* -y^WS^o^) 

*;U#vM S K£8tfS (8 lmg) *Jn^ Ifi»:t2 2B*MaB*Lfc 0 EJ6fi 
^te**iRKif-^T^@L. ftKxf-;l/Ji^iafii^!g7KTft'#Lfc»«t*iK 

(1 0/1) T-Jg^-r-5v/>J^y^5A^o^ -fc*»)*HHU ^ 

1 H-NMR (CDClg, 5 0 0MHz) : 6 3. 8 7 (s, 3 H) , 3. 
8 7 (s, 3H) , 4. 0 6 (s, 3H) . 4. 0 7 (s, 3 H) , 6. 4 8 

(d, J = 5. 5Hz, 1H), 6. 63 (d, J=8. 5Hz, 2 H) , 7. 
18 (d, J = 9. 2Hz, 2H), 7. 34 (m, 2H) , 7. 43 (s, 1 
H) , 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 76 (d, J=8. 
6Hz, 2H). 8. 48 (d, J=5. 5Hz, 1 H) 

Mfi##Hii (FD-MS. m/z) :4 6 0 (M + ) 

IWJ5 2 

N — {4- [ (6. 7-V* h»->--4— »y Ux;U) 7x^) - 

s/?p^-fr>a;M**-fr5 K (6 3) 

6, 7-v*,/ h*->-4- (4-7;;7x;*'»*>"J> (5 2mg) i 
fPiRaOv'^n^+^>/7^>K (4 6mg) £N, N-^^f^A7; 
K (2ml) IcfcfcU l-x**-3- (3' -'Jt+frTlJ-fuVV) 
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frtf'Mi Kttflfctt (8 4mg) £tn*., MKT2 25HHt#Lfcfk HWJ 

^ H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 3 0 (m, 2 H) , 1. 
5 6 (m, 2H) , 1. 7 3 (m, 2 H) , 1. 8 5 (m, 2 H) , 1. 9 7 
(m, 2H) , 2. 2 6 (m, 1 H) , 4. 0 5 (s, 3 H) , 4. 0 5 (s, 
3H), 6. 43 (d, J = 5. 5Hz, 1 H) , 7. 14 (d. J = 8". 5H 
z, 2H), 7. 36 (s, 1H), 7. 42 (s, 1 H) , 7. 55 (s, 1 
H) , 7. 63 (d, J=8. 5Hz, 2H), 8. 47 (d, J=5. 5Hz, 
1H) 

MbWftl (FD-MS, m/z) :4 06 (M + ) 
HJ60J5 3 

N- {4- [(6, ^->-4-^'J^) t»->] 7x-;b} - 

2-77>^im; K (6 4) 

6, 7-^ h+^-4- (4-7U7x; + -» +y »J> (55mg) t 
rffB££©2-7 5>*7;l/*>i? (3 2mg) £N, N-y7fM>^7; K 
(2ml) izfemU l-x^-3- (3* -V/*JlTi J?u\l)V) 

\ (9 lmg) £fln;ix £SlcT2 2l$Hat#L/i:8U H&0J5 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 04 (s, 3H) , 
4. 0 5 (s, 3H) , 6. 4 9 (d, J =4. 9 Hz, 1 H) , 6. 5 7 (d 
d, J = l. 8. 8. 7Hz. 1H). 7. 20 (d. J = 8. 6Hz, 2H). 
7. 2 8 (d, J =7. 9 Hz, 1 H) , 7. 4 2 (s, 1 H) . 7. 5 1 (s, 
1H), 7. 56 (s, 1H), 7. 7 7 (d, J = 9. 2Hz, 2H) , 8. 
3 5 (s, 1H) , 8. 4 9 (d. J =5. 5 Hz. 1 H) 
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Stfi^tfHI (FD-MS, m/z) :3 9 0 (M + ) 

N- {4- [ (6, 7-?y h*->-4-*y 'Jr.;l/) 7x-M - 

3-ft7x>W^»; K (6 5) 

6. h + ->-4- (4-7i;7i; + y) +;'JX54mg) i 

ififfoFa® 3 -**y (4 4mg) £N, N-y7fMwl/A7; 

K (2ml) KfemU l-x^;l/-3- (3' - >V f-;U7 S y 7o t°;U) # 
^sK-^-T ^ K&gfeig (82mg) £ln;U MKT 3 1 B#fiatt#Lfc8U 
5 1 iH»Oftfti:J;oT«»U £H©fb£«!l£4 lmg, i|K^5 5%T^ e 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 02 (s, 3 H) , 4. 

04 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 17 (d, J 
= 8. 6Hz, 2H), 7. 38 (m, 1 H) . 7. 55 (d, J = l. 2Hz, 
1H) , 7. 5 6 (s, 1H) , 7. 7 3 (d, J =8. 6 Hz, 2 H) , 8. 

05 (dd, J = l. 2, 3. 1Hz, 1 H) . 8. 37 (s, 1 H) , 8. 4 
7 (d, J=5. 5Hz, 1H) 

Mtatftt (FD-MS, m/z) :4 0 6 (M + ) 

f&5fc0J5 5 

N- {4- C (6, 7-S?j< h*»>-4-*y 'Jx;lQ 7xzj|/} - 

(4--Fd7x-j1/) K (6 6) 

6, h + v/-4~ (4-7;;7x; + -» (HOmg) 

tmisa©4--hD^msK doomg) *n, n-v^*;m-wua7$ k 

(4ml) Id&JBU l-xf-/U-3- (3* -Vjt*fr7iJ7n\£j\,) ijjl 
#*M i Ffflm (1 7 6mg) £flD;U m&KT2 2 L fcfcU |Qfe0J 
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5 o t mmomtt ± o xmm u mmoit&ynt 1 2 6 m g , 7 7 

X H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 9 (d, J = 5. 5 Hz, 1 H) , 7. 2 9 (d, 
J = 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 
93 (d, J=9. 2Hz, 2H), 8. 21 (d, J=8. 6Hz, 2 H) , 
8. 39 (d, J = 9. 2Hz, 2H), 8. 48 (d, J=5. 5Hz, 1 H) 
. 1 0. 7 (s. 1H) 

(FD-MS, m/z) :44 5 (M + ) 

H&0J5 6 

N- {4- [(6, 7-^h^->-4-^'J^) a-^>] 7^-^} - 
(N, N-y^f;l/7;;7x-;l/) ft;HfrHK K (6 7) 

6, 7-3>* h*.>-4- (4-7;y7iy + >» (51mg) £ 

mfS D D n0 4-^^^;l/T5 y^cJ&SK (44rag) £N, N - V t 3-Jl*jlA7 
*K(2ml) fcgfflPU l-^f-;U-3- (3* - it* i-JlT I J Tu h°;l/) 
iiWM i h*mm (8 3mg) *ln^ M&KT1 6 fflllRItt L J9fe 
0J5 1 i|sISIOg|{tlcJ:oTfflS!U IW»7mg, JR^I 0%T-^ o 

*H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 0 6 (s, 6 H) , 
4. 05 (s, 3H), 4. 06 (s. 3H) , 6. 48 (d. J=4. 9Hz, 
1H), 6. 71 (d. J=8. 6Hz, 2H), 7. 17 (d, J = 8. 5H 
2. 2H), 7. 44 (s, 1H), 7. 57 (s. 1 H) . 7. 74 (d. J 
= 8. 5Hz, 2H), 7. 81 (d, J = 9. 2Hz. 2H) , 7. 94 (s, 
1H) . 8. 4 9 (d. J =5. 5Hz, 1 H) 
©*#tfrM (FD-MS, m/z) :44 3 (M + ) 
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N- {4- [(6, 7-^7h^'>-4-^;'J^) 7x^l>) - 

(4-7-fe^;U7x-;b) K (6 8) 

6, 7-i?y h + ->-4- (4-7;y7x; + y) +;>J> (5 4mg) t 
miSD D 0 O4-7-fe^^m§K (4 6mg) £N, N-y7f ^tOl/A7; K 
(2ml) icfcjBU l-xf-;U-3- (3* - *;U7 S y 7n t°;b) 

i KilelS (8 7mg) £JJD;U MS{CT2 2B§KI«#LfcSU HJfetfiJ 
5 0t^l«©l»mcJ:oTfl||!!U *«®<fc£4&*4 3mg, JK*5 3K"C»fc 0 

1 H-NMR (DMSO-dg. 5 0 0MHz) : 52. 66 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3 H) , 6. 48 (d, J=4. 9Hz, 
1H) , 7. 2 8 (d, J = 9. 2 Hz, 2 H) , 7. 39 (s, 1 H) , 7. 
5 2 (s, 1H) , 7. 9 4 (d. J =9. 2 Hz, 2 H) . 8. 1 0 (m, 4 
H) , 8. 48 (d, J=5. 5Hz, 1 H) , 10. 6 (s, 1 H) 
nmftftm (FD-MS, m/z) :442 (M + ) 

fSJS0J5 8 

N- {4- [(6. 1- 9 J/ h^^-4-^y'Jx^) 7x-;b} - 

(4-yf-;U7xx;U) K (6 9) 

6, h + ->-4- (4-75;7x/ + >/) (5 4mg) t 

rfJ|Rn D o0 4-7'f-;^mSe (54mg) £N, N - V t f-;U*;UA7 S K (2 
ml) fcjgflU l-x**-3- (3' -VH-kriJ-fuW) *JWJ 

<< i mmm (8 5mg) ziaz.s mukx2 2#n&l&ik'&. $mms 1 1 

limompizZvTlMU SS©ft^6 5mg, JR^7 8%^fe 

1 H-NMR (CDClg, 5 0 0MHz) : <5 0. 95 (t, J =7. 3H 
z, 3H) , 1. 3 8 (m, 2H) , 1. 6 4 (m, 2H) , 2. 6 9 (t, J 
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= 8. 0Hz, 2H), 4. 05 (s. 3H) , 4. 06 (s, 3 H) , 6. 4 
8 (d, J=5. 5Hz. 1H), 7. 19 (d. J=9. 2Hz, 2 H) , 7. 
30 (d. J = 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 57 (s, 1 
H) , 7. 75 (d, J=8. 6Hz, 2H), 7. 82 (d, J=8. 6Hz, 
2H) , 8. 03 (s, 1H) , 8. 4 9 (d, J =5. 5 Hz, 1 H) 
Kfi##HI (FD-MS, m/zj :4 5 6 (M + ) 

Hfl#J5 9 

N— {4 - [ (6, 7->M h*S/-4-*y 7 - 

(4-7 i 7 7x-jb) K (7 0) 

{4- [(6, 7-^ h*->-4-+y (4- 
— hn7x.=JlO K (lOOmg) £N. N-v^^fWAT; 

K/IMIxf-^ (9ml /5ml) fc*»U 10»/<7 -^A-^t (6 9m 
g) £in*.. *5!^BBaTSfiLKT2 2l^lffl}t»L^o SJStt*-b5>f b£ffl^ 

>TJSBIt * v"J * y Jlti 5 A >7 u v h 7 -f - IC <fc 0 ff£{ U ^SOfb^tl 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 5. 75 (brs, 2H) , 6. 46 (d, J=4. 9 
Hz. 1H), 6. 61 (d, J=8. 6Hz, 2 H) , 7. 22 (d, J = 9. 
2Hz, 2H) . 7. 3 9 (s, 1H) , 7. 5 2 (s, 1 H) . 7. 7 3 (d, 
J =8. 5 Hz. 2H) . 7. 8 9 (d. J =9. 2 Hz, 2 H) . 8. 4 6 

(d. J=5. 5Hz, 1H), 9. 90 (s. 1 H) 

St^tlfI(FD-MS, m/z) :415 (M + ) 
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&MJ6 0 

N- {4- [ (6, 7-SM h*->-4-*y 'J-=JtQ 7x^;l/} - 

4-b 0 'J^>^;U»°^»^ K (7 1) 

6, 7-i?/ H + S/-4- (4-75 y 7x/*S/) t^'J > (5 3mg) £ 
rfflRS©-f V-3*->» (4 5mg) £N, N-y7f;^A7; K (2ml) 
KfcJIPU l-xf-;l/-3- (3* -^W;y^Db'^) *;U**$M 5 K 
(9 8mg) £flD;U Mi&icr6 2l$lffl!I#Lfcau ^Sfe0J5 1 £WM> 
«flsfc*oT|||«U ««©fl:6*«r2 2mg^ 3 1 K-P»fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 96 (s, 3H). 6. 48 (d. J = 5. 5Hz, 1 H) , 7. 29 (d, 
J = 9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) , 7. 
88 (d, J=4. 3Hz, 2H), 7. 92 (d, J=8. 5Hz, 2 H) , 
8. 4 8 (d, J=4. 9Hz, 1 H) , 8. 80 (d, J=4. 3Hz, 2H) 
, 10. 6 (s, 1H) 

Kfi##HI (FD-MS, m/z) :40 1 (M + ) 

N- {4- [ (6, l-i?/ h4->- 4 _;U) 7xx;l/} - 

2-f^7x^;^m; K (7 2) 

6. 7-^ h*->-4- (4-7W7k;*v/) *yj>(5 0mg) i 
rm8>®2-**'7 *>1i>\>#>Wt (4 6mg) £N. N-^yf;WA7; 
K(2ml) Ic&tfU l-xf-;u-3- (3' - f-;U7 5 / 7n t°;lO * 
^sKi^-r 5 mfflM. (9 9mg) £j&Q;U MfiKT6 2tiffm& Lfc^ 
5 1 £E8©&ttfc.fcoTffiaiU SS®(b^^3 7mg. JR^5 49*T?&fc 0 

X H-NMR (CDC 1 a . 5 0 0MHz) : 5 4. 0 2 (s, 3H) , 



WO 97/17329 PCT/JP96/03229 

7 9 



4. 04 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 1 1 (m, 
1H) , 7. 1 7 (d, J = 8. 6 Hz, 2 H) , 7. 4 0 (s, 1 H) . 
7. 55 (m, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J=8. 5Hz, 
2H), 7. 73 (m, 1 H) , 8. 38 (s, 1 H) , 8. 48 (d, J = 
4. 9Hz, 1H) 
W&ftVrtiH (FD-MS, m/z) :4 0 6 (M + ) 

N- {4- [ (6, 7 -'J/ Y*'s-4-*J U ■=.;!/) 7z-;b} - 

4 - 1*7 * -Jl ft jltf K (7 3) 

6, 7->^ h*v/-4- (4-7?;7xy*i/) +yj > (52mg) £ 
h>)2-*)l7*>/mt*?-\/> (3ml/2ml) KSWU miRS© k*7* 
-yb^Jb**>K^o'J K (8 0mg) SfifcT2 5B*H»#Lfc 0 M£ 

1 H-NMR (DMSO-dg, 5 00MHz) : 8 3. 9 5 (s. 3 H) , 
3. 95 (s, 3H). 6. 48 (d, J = 5. 5Hz. 1 H) , 7. 28 (d, 
J=9. 2Hz, 2H), 7. 40 (s, 1 H) , 7. 43 (t, J=7. 3H 
z. 1H), 7. 50-7. 53 (m, 3H). 7. 77 (d, J=7. 3Hz. 
2H) . 7. 8 5 (d, J = 8. 6 Hz, 2H) , 7. 9 6 (m, 2H) , 
8. 08 (d, J = 8. 5Hz. 2H), 8. 48 (d, J=4. 9Hz, 1 H) 
. 10. 4 (s, 1H) 
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fflfcHJHI (FD-MS. m/z) :4 7 6 (M + ) 

m&m6 3 

N- {4- [ (6. h*->-4-*y 'J-;lQ 7xz;U - 

(4-7 r4->7x.=Jl0 K (7 4) 

6, 7-5*y h + (4-7$;7x; + i/) +;u> (5 2mg) * 

M^;U7S >/£{fc>^u> (3ml/2ml) K!gj*§U miRS©4-:/ 
r*->£j&§K* DiJK(0. 0 7ml) £fln;U Mzai-T3 0B£KHI#Lrt:&» 
**«6 2iB«Oiim=J:oT«|J!U II®lt^3 4mg, JK^4 1% 

*H-NMR (CDC 1 3 . 5 0 0MHz) : 6 0. 9 9 (t, J = 7. 3H 
z. 3H) , 1. 5 2 (m, 2H) . 1. 8 0 (m, 2H) . 4. 0 3 (m, 2 
H) , 4. 04 (s, 3H). 4. 05 (s, 3 H) , 6. 47 (d, J=4. 
9Hz, 1H), 6. 9 5 (d, J = 9. 2Hz, 2 H) , 7. 18 (d, J = 
9. 2 Hz, 2H) , 7. 4 6 (s, 1 H) , 7. 5 7 (s, 1H), 7. 7 4 

(d, J=9. 2Hz. 2H), 7. 86 (d. J = 9. 2Hz, 2H), 8. 
10 (s, 1H), 8. 49 (d, J=4. 9Hz, 1 H) 

®S##Hit (FD-MS, m/z) :4 72 (M + ) 

H«50I6 4 

N- {4- [ (6, 7-i?J h*->-4-*7 D^;U) ^4-->] 7x^1 - 
(4-7"p^7x-;b) K (7 5) 

6i 7~v?y h + i/-4- (4-7;;7x; + <» +yj>(52mg) <fc 
rfrlRiS© 4 -:/n (78mg) £N. N-^W^A7; K (2 

ml) fcJMU (3* -v^^UT^^ne^) 
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4 I Ki&&£ (1 0 2mg) SfilwTl 7 B^itft I HSS0J5 1 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : <5 4. 0 7 (s, 3 H) , 4. 
07 (s, 3H), 6. 53 (d. J=5. 5Hz, 1 H) , 7. 22 (d, J 
= 9. 2Hz, 2H), 7. 37 (s, 1 H) , 7. 50 (s, 1 H) , 7. 6 
2 (s, 1H), 7. 65 (d, J=8. 6Hz, 2 H) , 7. 84 (d, J = 
8. 6Hz, 2H), 7. 86 (d, J=8. 6Hz, 2 H) , 8. 41 (d, 
J=5. 5Hz, 1H) 
MfeWHt(FD-MS, m/z) : 4 7 8 (M + ), 4 8 0 (M + + 2) 

39feffl6 5 

N- {4- [(6, 7-S?y ht->-4-t;'J-^) t^->].7x-^) - 
(4-^ h^'>^;l/^;U7x-;l/) K (7 6) 

6, 7-^h + i/-4- (4-7;y7x; + ^) +;'J>(100mg) 
tfism&O*; / (13 0mg) £N, N-pyfWA7 

5 K (4ml) ir«|PU 1-3-1-^-3- (3* - >V ^;U7 ^ y/a fc°;U) 
*^-K^>T S K£&£ (2 2 7mg) £;(jn;U MfiKTl 8B#Htt#LfcSU m 

ntz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <53. 98 (s, 3H) , 4. 

06 (s, 3H), 4. 06 (s, 3H). 6. 49 (d. J=4. 9Hz, 1 
H) , 7. 2 2 (d, J = 9. 2 Hz, 2H) , 7. 4 3 (s, 1 H) , 

7. 56 (s. 1H), 7. 76 (d, J = 9. 2Hz, 2H) . 7. 97 (d. 
J = 8. 6 Hz, 2H) , 8. 1 8 (d, J =8. 6 Hz, 2H) , 8. 4 9 
(d, J=5. 5Hz, 1H) 
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SCfi##Nii (FD-MS, m/z) :4 5 8 (M+) 

N- {4- [(6, l-*Jt b*i/-4-*J *)-Jl) 7x-;U} - 

2 - b" 'J s;>a;l,#*»$ K (7 7) 

6, 7-^h*'>-4- (4-7;>'7 i ; + -» *>"J > (5 Omg) t 
rtJBSaot 0 3 U >g? (4 2mg) £N, N-y/f;^A7; K (2ml) IC 
f£ft?U l-xf-;l,-3- (3* - ! J i f-Jl7 i J ~?u t";U) #;MCvM S 
ft* (1 2 3mg) £fln;U MfcTl 9*M!l£L*:gU H!fe^J5 1 tWM<0 

mmz «fc o -at®! u mmoits®* 3 8 m g . 5 6 %mtz 0 

1 H-NMR (CDC 1 g, 500MHz) : 6 4. 06 (s, 3H), 4. 
0 6 (s. 3H) , 6. 4 9 (d. J =5. 5 Hz, 1 H) , 7. 2 3 (d, J 
= 8. 6Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (m, 1 H) , 7. 5 
8 (s, 1H) , 7. 8 9 (d, J =9. 2 Hz, 2 H) , 7. 9 4 (m, 1 H) 
, 8. 33 (d. J=8. 0Hz. 1 H) . 8. 50 (d, J=5. 5Hz, 1 
H) , 8. 64 (dd, J = l. 8, 4. 9Hz, 1 H) 

SSfi##HI (FD-MS, m/z) :40 1 (M + ) 

HJ60J6 7 

N— {4- [(6, 1-?/ h*S/-4-*y U-dO 7x-;b) - 

(4-bKa^->^^-;l/7x-^) K (7 8) 

{4- [(6, 7-5?y h**-4-*V U-;lO 7x-;H - (4 

h+->*^«7x-;W *;M^HJ-S K*/*V-^ (3ml) ic&fl? 
U 3 39tiMtfk*y9A*jm (l. 5ml) *flD*x &W?2*!rWimiiZo 
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1 H-NMR (DMSO-dg, 5 0 0MHz) :S3. 93 (s, 3 H) , 
3. 9 4 (s. 3H) , 6. 4 7 (d, J = 5. 5 Hz. 1 H) . 7. 2 8 (d, 
J =9. 2 Hz, 2H) , 7. 39 (s, 1 H) , 7. 5 1 (s, 1 H) , 7. 
92 (d, J = 9. 2Hz, 2H), 8. 07 (m, 4H), 8. 47 (d, J 
= 5. 5Hz, 1H) , 10. 5 (s, 1H) 
Sfg$ftfHI (FD-MS, m/z) .: 44 4 (M + ) 

N- {4- [(6, 7-^^h^->-4-^;'J-^) t^y] 7x-;l/} - 
S/?P'Q^>a;MfrHM K (7 9) 

6. 7-v^ h*f-4- (4-7;;7x; + >» *>"J > (5 3mg) £ 
rfJHSS,Ov/^o/<>^>^^>K (6 6mg) £N, N - f-;M?;UA7 S 
K (2ml) lc&JJ?U (3* - ^ *;U7 W 7o t\00 * 

;M<vM $ K&ifett (1 1 Omg) £fln;U MfcTl 7B#ffl»#Lfc8U fgffi 
015 1 4R«©»fNcJ;oT!IIMU IiOft^3 5mg> JW5 0%T*§ 

1 H-NMR (CDC 1 3 , 500MHz) : 6 1. 6 4 (m. 2 H) , 
1. 8 1 (m, 2H) . 1. 91 (m, 4H) , 2. 7 5 (m, 1 H) , 
4. 04 (s, 3H), 4. 04 (s. 3H) , 6. 44 (d, J=4. 9Hz, 
1H), 7. 13 (d, J=9. 2Hz, 2H) , 7. 45 (s. 1 H) , 7. 
5 5 (m, 1H). 7. 6 5 (d, J =8. 6Hz, 2H) , 8. 4 7 (d, J 
= 5. 5Hz, 1H), 
WBMJf* (FD-MS. m/z) :39 2 (M + ) 
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HJ60J6 9 

N- {4- [(6, 7—>V r*->-4-*7 'J-dQ Ijl-M - 

7y-7>^>;ft;U»>-iJ-^ K (8 1) 

6, 7-v» h*->-4- (4-7;;7i; + -» *yj > (5 lmg) t 
miS°n®T^-7>^>^;^>K (1 1 Omg) £N, N-i?>f;WA7; 
K (2ml) fc»|?U 03' -^^WS^n^) a 

;M*SM S (1 0 7mg) £Jn;U MKT 1 5H#M«#Lfc8U Ute 

0J5 1 £TO©!WfcJ:oTflHH!U II©lt^l3mg, K$l 7%T1# 
*° 

1 H-NMR (CDC 1 g, 5 0 0MHz) : 6 1. 8 2 (m, 6 H) , 
2. 0 0 (m,, 6H) . 2. 13 (m, 3H) , 4. 05 (s, 3 H) , 
4. 05 (s, 3H), 6 ; 44 (d, J=4. 9Hz, 1 H) , 7. 15 (d. 
J = 9. 2 Hz, 2H) , 7. 4 2 (s, 1 H) , 7. 5 5 (m, 1 H) , 7. 
64 (d, J=9. 2Hz, 2H), 8. 46 (d, J = 4. 9Hz, 1 H) , 

MbMJftt (FD-MS. m/z) :4 58 (M + ) 

mmmio 

N- {4- [ (6, 7~'^y r*$/-4— fry U ■=■;!/) *frvO 7x^} - 
(4-7-bh4->7x^Jl/) a>M?fr-fr$ K (8 0) 

6. 7-^b + , >-4- (4-7;;7x; + -» +7'J> (1 1 Omg) 
tmite©4-7*r*5'SfcmM (2 0 7mg) £N, N- v>y f-;U*;bA7 
$ K (6ml) |c«PU 1 -xf-;U-3- (3* - *y f-^7 $ y 7o hVU) 
*;M*$M $ K^Hfttt (2 2 3mg) £JD;U S£KT7B#P4liB#Lfc&> |£fife 
015 1 t^©fil^«fcoTm«ILx mm<D<t&®*l 2 3mg. 4**7 2%T* 
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H-NMR (CDC 1 3 , 5 0 0MHz) : 8 2. 3 5 (s. 3H) , 4. 
06 (s, 3H). 4. 06 (s, 3 H) , 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 21 (d, J=9. 2Hz, 2H). 7. 25 (d. J=9. 1Hz, 
2H) , 7. 43 (s, 1H) , 7. 5 6 (s, 1 H) , 7. 7 3 (d, J = 9. 
2Hz, 2H), 7. 87 (s, 1 H) . 7. 93 (d. J=8. 6Hz, 2 H) 
. 8. 50 (d, J=5. 5Hz, 1 H) , 
aft##rii (FD-MS, m/z) :4 5 8 (M + ) 

mmm7 1 

N— (4 - [ (6, 7-5M h*i/-4-*7 ijrjtp 7x^;M - 

2- (6-7-fch*^7^;U) /7;l/^»S K (8 2) 

6. 7-;>V h + ->-4- (4-75;7x;*i/) *>"J>(5 1mg) t 
r|TlSn a n0 6-7-bh + ^-2-^7 hai^ (12 1mg) £N, 
JlATi K (2ml) K&JgU 1 -JL1-JI-3- (3- -:j ^^ J]/7 x 
t°;U) f,A,#*J4 1 Kggg (1 2 4mg) fcipjU 3H$nS&L*:- 

5%T-^ 0 

H-NMR (DMSO-dg, 5 00MHz) : 82. 3 8 (s, 3H) , 
4. 03 (s, 3H), 4. 05 (s, 3H) . 6. 49 (d, J=5. 5Hz. 
1H), 7. 20 (d. J = 9. 2Hz, 2H), 7. 30 (dd. J=2. 4, 
9. 2 Hz, 1H) , 7. 4 2 (s. 1 H) . 7. 5 7 (m, 1 H) , 7. 6 1 
(d. J = l. 8Hz, 1H), 7. 81 (d, J=9. 2Hz, 2 H) , 7. 
8 6 (d, J=8. 6Hz. 1H), 7. 89 (d. J = 9. 2Hz, 1 H) , 
7. 9 4 (d, J —8. 6 Hz. 1H) , 8. 3 8 (s. 1 H) , 8. 4 9 (d, 
J=4. 9Hz, 1H) 
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Mt£flHi (FD-MS. m/z) : 5 0 8 (M ) 

mmm 7 2 

N- {4- [(6, 7-'^ h*'>-4-*y'J~;l) *fr->] 7x-;l/} - 
(4-bKo^->7x-Jl/) a;M?frlK K (8 3) 

N _ {4 _ [ (e, 7->M hfr^-4-fry 'J-'IO *fr->3 7x-M - 
(4-7-t? ^<> 7i rjl/) #;l/**fr"!K K (1 0 3mg) £y (4m 
1) KifflBU 3 5%*8Mb#l)^7K&& (2ml) £J0*.> 5 B#Ellt 

£x-x;UT'ft#U £ffi©fb£&*7 7mg. JR$8 2%tr^/r 0 

1 H-NMR (DMSO-d g , 500 MHz) : 5 3. 94 (s, 3 H) , 

3. 95 (s, 3H), 6. 46 (d. J=4. 9Hz, 1 H) , 6. 87 (d. 

J =8. 5 Hz, 2H) , 7. 2 4 (d, J =9. 2 Hz, 2 H) . 7. 3 9 
(s, 1H), 7. 52 (s, 1H), 7. 87 (d. J=8. 6Hz, 2H), 

7. 90 (d, J=9. 2Hz, 2 H) . 8. 47 (d, J = 5. 5Hz, 1 H) 

, 1 0. 1 (s, 1H) 
MJWrtt (FD-MS. m/z) :417 (M + +l) 

N— {4- C (6. 7-?> h*->-4— fry 'J^U) **^3 - 
2- (6-b Kofr-W-??-^) *<Mgfr-frS K (8 4) 

N— {4- C (6. l-'J* hfri/-4-fry U-AO 7*-*} - 

2- (6-7*h***7*-^)'rt<Mffr*5 K (4 7mg) (4 
ml) \ztmU 3 596#m4t* l )*J*#ffl6L (2ml) £fln*.> £&-?5BM 
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JR^8 6%T?^o 

1 H-NMR (DMSO-dg. 5 0 0MHz) : 5 3. 95 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 7. 18 (m, 
1H) , 7. 2 0 (s, 1H) , 7. 2 7 (d, J =8. 6 Hz, 2 H) , 
7. 39 (s, 1H) , 7. 5 3 (s, 1 H) . 7. 8 0 (d, J =8. 5 Hz, 
1H), 7. 9 2-7. 9 8 (m, 4H), 8. 47-8. 48 (m, 2 H) . 
1 0. 0 (b r s, 1H) , 1 0. 4 (s, 1 H) 
MbHJHfi (FD-MS, m/z) :4 6 7 (M + +l) 

H&0J7 4 

N- (4-y h^->7x^l/) -N' - {4- [ (6, 7-*J* h4-»>-4- 
*y D~;tQ *^>] 7x-;l/} (4 3) 

6, 7->M h + i/-4- (4-7;;7x; + -» +y»J> (53mg) £ 
(3ml) fcfld»fcH?Lfcfk 4-^ h + '>7x-;MV>>7^-h 
(0. 2ml) £Jn;L N 3 0^»Dl»igML^o Wi}LT^/r^^»^U h 
^ >Tifc7H- 5 C i lc«fc (0 ^&©fl;£8f£ 5 4 m g . 6 8 %Tif fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 72 (s. 3 H) , 
3. 94 (s, 3H). 3. 95 (s. 3H) , 6. 44 (d, J=4. 9Hz. 
1H), 6. 87 (d, J=8. 5Hz, 2H) , 7. 19 (d. J = 9. 2H 
z. 2H) , 7. 3 7 (d. J = 8. 5 Hz, 2H) , 7. 3 8 (s, 1 H) , 
7. 5 2 (s. 1H) , 7. 5 8 (d, J = 8. 5 Hz. 2H) , 8. 4 6 (d, 
J = 5. 5Hz, 1H), 8. 50 (s, 1 H) , 8. 73 (s. 1H) 
(FD-MS. m/z) :445 (M + ) 
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N — (4-7Md7x-;1/) -N' - {4- [ (6, 7-i?J H4-S/-4- 
7x-;b} (4 4) 

6, h*S/-4- (4-7;;7*; + -» +7 U > (5 4mg) £ 

h;l/x> (3ml) JcJnlM&ffPLfc^ 4-7^D7xiMV->7*-h 
(0. 2ml) £Jn;U 7 0 £MJnfKaffi L *:<> fftfi LTifcjgfi*i*W Lx h 
;Ur >T^t S C <b {c«k 0 mmv>4k&ta£ 3 8 m g . 4 8 %Tlf ti Q 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 4 (d, J = 4. 9 Hz, 1 H) , 7. 1 2 (m, 
2H) , 7. 19 (m, 2H) , 7. 3 8 (s, 1 H) , 7. 4 7 (m. 2 H) , 
7. 51 (s, 1H), 7. 59 (d, J = 9. 2Hz, 2 H) , 8. 45 (d, 
J = 5. 5Hz, 1H), 8. 72 (s, 1 H) , 8. 79 (s, 1 H) ®g 
##HI(FD-MS, m/z) :4 3 3 (M + ) 

HJ6017 6 

N- (4-7cHr7x-;lO -N' - {4- [ (6, 7-^ h*»>-4-* 
>"J-;U) 7x-;b} frU7 (4 5) 

6, 1-9* h**>-4- (4-7;;7x^-» *>"J > (5 2mg) £ 
h;l/x> (3ml) i:|DW^w^ 4-Vot7xiMV->7*-h 

(o. 2mi) zm*., softmmmsMLtzo Vrthn:&tzm&*mMu h 
ji*. >x*m*t zztiz&t) mmvxk&to* 5 6 m g » turn 6 4 

* H — NMR (DMSO-dg, 5 0 0MHz) : 63. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 4 (d, J = 5. 5 Hz. 1 H) . 7. 19 (d, 
J =9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 4 5 (m, 4H) , 7. 
51 (s. 1H), 7. 59 (d, J=9. 2Hz, 2H) . 8. 46 (d, J 
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= 5. 5Hz. 1H), 8. 86 (s. 1 H) , 8. 86 (s, 1 H) 
MfeWfffi(FD-MS, m/z) :4 9 3 (M + ) . 4 9 5 (M + +2) 

$mM7 7 

N— {4- [ (6, 7-SM h*S/-4-*y U ->>!/) 7^_;U} - 

N' - (4 -~ h D7x_;b) (46) 

6, h*i/-4- (4-7;y7x; + -» +7 'J > (1 0 3mg) 

£h;U:n> (10ml) iz.mmmiti:&* 4--hn7x-M7->7^-h 
(3 6 6mg) «i;U 6 0&nMUBELft:. (ffiBLT*fctta*ilJRU h 
>T?«*t 5 C i IC «fc t) 3W©ft^tt* 1 4 1 m g > iR^ 8 8 «T?»fco 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3H) , 
3. 95 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 23 (d. 
J = 8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 62 (d. J=9. 2Hz, 2H) , 7. 71 (d, J=9. 2Hz, 2 H) 
. 8. 20 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J=5. 5Hz, 1 
H) , 9. 0 8 (s, 1H), 9. 4 9 (s, 1 H) 

Efl#ffi£ (FD-MS, m/z) :46 0 (M + ) 

HJ60J7 8 

N- (4-yf^7x-;b) -N' - {4- [ (6. 1- : J* h*:/-4-* 
yt;^;b) 7x-;b} frU7 (4 7) 

6, 7-S^ h*->-4- (4-7;;7x; + J/) *y >J> (50mg) £ 
hJls.^ (3ml) fcflD&fcJI¥Lfc&. 4-yf-;U7i-;U>rVi/7^-h 
(0. 2ml) £fln*.x 2 6#RaJn*^Lfco on*;l,A/7-fe h > 

(lo/i) -esgat^'> , j/7y;i/*7A^D^h/77>f-c«kt)fii85!u ^ 
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moit&faZ 3 6 m g V JR* 4 5 %X*'&tz 0 

X H-NMR (CDC 1 3 /CD 3 OD, 500MHz) :<50. 93 (m, 
3H) , 1. 3 5 (m, 2H) , 1. 5 7 (m, 2 H) , 2. 5 7 (m, 2 H) , 
4. 0 6 (s, 3H) , 4. 0 6 (s, 3 H) , 6. 4 9 (m, 1 H) . 7. 1 
4 (m, 4H) , 7. 3 3-7. 6 2 (m, 6H) , 8. 3 9 (m, 1 H) 

MbMJHI (FD-MS, m/z) :471 (M + ) 

HWJ7 9 

N- (4-75 7 7x-;b) -N' - {4- [ (6, 1- : J* h*->-4-* 
yj^;U) **^] 7x^} (4 8) 

N— {4 - [ (6, 7-i?jt b*is-4-*; U-^U) 7x-Jb) - 

N' - (4--ho) 7x-;l/7U7 (lllmg) £N, N-v^/f-;!/*^ 
75 K (7ml) fcftHU 1 0%*Stfb'<7v^A-^ (1 0 Omg) &ft 
*-> 7K^ffl^T^fiJCT2 2mmWlfz 0 EE***?* h*ffl^T«!L 

Ln mmcDit&yj* 6 6 m g . urn 6 3 %T^fco 

1 H-NMR (DMSO-dg, 5 0 0MHz) :53. 94 (s, 3 H) , 
3. 94 (s, 3H), 4. 74 (b r s, 2H).. 6. 43 (d, J = 4. 9 
Hz, 1H), 6. 52 (d, J=8. 6Hz, 2H), .7. 08 (d, J = 
8. 6Hz, 2H), 7. 16 (d, J=9. 2Hz, 2H), 7. 38 (s, 
1H) , 7. 5 1 (s, 1H) , 7. 5 5 (d. J =9. 2 Hz, 2H) , 
8. 14 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) , 8. 61 (s, 
1H) 

MfcWftt CFD-MS. m/z) :4 3 0 (M + ) 
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N - (4-7-fe^;U7x^;U) -N / - {4- [ (6, l-'J* h*»>-4- 

■=.;!,) 7x-M "7U7 (4 9) 

6, 7- ! Jt h*>-4- (4-7;;7iy + y) *>"J> (51mg) £ 
h;Ui> (3ml) HtBM»*H?Lfc^ 4-7tf;b7xiMV->7*-h 
(2 10mg) £2)D;U 2 0$MDD*«»Lfco ^^no^l/A/7th> 
(1 0/1) -egWr*^U/7y^/77A^p^h^77-f-tw«k»)fl|8!lU & 
H©fb£tt* 5 0 m g. JRj£6 4 %T-m^ 0 

1 H-NMR (CDC 1 3 /CD 3 OD, 500 MHz) : 6 2. 59 (s, 
3H), 4. 07 (s, 3H), 4. 07 (s, 3 H) , 6. 50 (d, J=5. 
5 Hz, 1H) , 7. 17 (d, J = 8. 5 Hz, 2 H) , 7. 3 6 (s, 1 H) 
. 7. 5 8 (s. 1H), 7. 5 8 (d, J =8. 5 Hz, 2 H) , 7. 6 0 
(d, J=8. 5Hz, 2H), 7. 94 (d, J=8. 5Hz, 2H) , 8. 
40 (d, J=5. 5Hz, 1H) 
®fi£#f{i (FD-MS, m/z) :4 5 7 (M + ) 

- y . 

N— (4- [ (6, 7->^ h*S/-4-*y U-dQ - 
N' - (4-7xy*->7*.=JtO »7U7 (50) 

6. 7 -v^ H + S/-4- (4-7i;7xy + «/) > (5 3mg) £ 

h;Ux> (3ml) KjQ&fcJSLfcgU 4-7x; + '>7xiHvi/7*-h 
(0. 2ml) £jQ;i N 3 0^Ufflfe«^L^ £UE£^ oo^;l/A/7t h > 

(i o/i) TgBa-r5-> , j*w*5A^D-7h^57-f-ic«fct)mKu ^ 

®<*Mt£$l£5 5mg. 47^6 0%T^ o 
1 H-NMR (CDC1 Q /CD o 0D. 500 MHz) : 6 4. 46 (s. 
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3H) , 4. 46 (s, 3H) , 6. 5 1 (m, 1 H) , 6. 9 8-7. 6 2 
(m, 1 5H) , 8. 4 0 (m. 1 H) 
M#8fll (FD-MS, m/z) :5 0 7 (M + ) 

N- (4->f yyo^^xJi^) — N' - {4- [ (6, 7 -it* 
4-*yj-;U) frP7 (5 1) 

6, 7-^>*->-4- (4-7;/7x; + -» +;>J> (51mg) * 
h;Ux> (3ml) tcft«ftfg»Lfc^ 4-^V^Dh°;U7x-;l.^yi/7^- 
K (0. 2ml) Zta^ 2 6&mmMMLltio Mt£* nn*;l,A/7-fe h 
> (1 0/1) T'Jggat--5^U/7W*7ix^PV -fc«fc!)fj|t!!U 
^@©{b&^£7 Omg, JR^9 096T?»fc o 

1 H-NMR (CD g OD, 5 0 0MHz) : <5 1. 18 (d, J=6. 7H 
z, 6H) , 2. 8 2 (m, 1 H) , 3. 9 7 (s, 3H) , 4. 0 1 (s, 3 
H) , 6. 37 (d, J=5. 5Hz. 1 H) , 7. 04 (d, J=8. 5Hz, 
2H), 7. 11 (d, J = 8. 5Hz, 2H) t 7. 25 (d, J=8. 5H 
z. 2H) , 7. 2 6 (s, 1H) , 7. 3 8 (s, 1 H) , 7. 4 1 (d, J 
= 9. 2Hz, 2H) , 7. 5 4 (s, 1 H) , 7. 8 2 (s, 1 H) . 8. 0 
3 (s. 1H), 8. 42 (d, J=5. 5Hz, 1 H) 
W&ftfJfm (FD-MS, m/z) :4 5 7 (M + ) 

N- (4- h U 7^ayfJl/7t-;l/) -N' - {4- [ (6. 
^->-4-4-y'J 7x^} frU7 (5 2) 
6. 7-v>y h*$/-4- (4-7$ 7 7x7*$/) *y U> (5 3mg) £ 
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h^x> (3ml) iztaimmitz^ A-h^jyJlta/f-jly^^jl^yi/ 

T*-b (o. 2mi) zm*.* loftmmfmmttzo VTUdtT^fzm^m 

X H-NMR (CDC1 3 , 500MHz) : <5 4. 05 (s, 3H), 

4. 05 (s, 3H), 6. 52 (d, J=5. 5Hz, 1 H) , 7. 18 (d. 

J=9. 2Hz, 2H). 7. 36 (s, 1 H) , 7. 56 (s, 1H), 

7. 59 (d, J=8. 6Hz, 2 H) . 7. 62 (d, J=8. 6Hz, 2H) 
. 7. 63 (s, 1H). 8. 40 (d. J=5. 5Hz, 1 H) 
M#fflI(FD-MS. m/z) :4 8 3 (M + ) 

N- (4-n-7f;l/7x-;l/) -N / - {2- [ (6, h*i/-4 
7x-;l/} (147) 

+>"J>^^Jfe^I4 9<i:l5l^fi7cLT^ 6. 7-^h + y-4- (2- 
7^7x; + >» *y 'J> (5 6mg) £h;t,x> (3ml) ^Jn^j»L^ 
4-ri-yf-;U7i-;l/^fvi>7^-h (0. 2ml) £Jn;U 30^JD 
ffiSMLLtZo &&£?ou*;l/A/7-fe h> (1 0/1) -eBB&t&i/V iifJl 
^D7h/77^-iat)ii!U ^Jg<D{b£#l£4 5mg, W.m5 0%T-'&t: o 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 8 9 (t, J = 7. 3H 
z. 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m. 2H) , 2. 5 0 (m. 2 
H) . 3. 9 0 (s, 3H) . 3. 9 3 (s. 3H) , 6. 2 2 (d. J = 
4. 9Hz, 1H), 6. 8 7 (d, J = 7. 3Hz. 1 H) . 6. 96- 
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7. 0 1 (m, 4H), 7. 15 (br s, 1 H) , 7. 2 8-7. 3 1 (m, 
4H) , 8. 12 (brs, 1 H) , 8. 2 6 (d, J =4. 9 Hz, 1 H) , 

8. 58 (d, J=7. 9Hz. 1 H) 
ICfi#fflI (FD-MS, m/z) :47 1 (M + ) 

mmm 8 5 

N- -N' - {3- [ (6, 1- ! J* h*i/-4 

7x-Jl} frU7 (9 1) 
$ZM&\4 8£:fcV>T> 4-- ho7x7-;H:^T3-- ho7xy-;^ 
ffl^fcli!Wi|Rl»lcMLfc6. 7-^^>>-4 - (3--hn7x;+-» 
*y';>*WW4 9iH»lciKcLT»^ 6. 7-^^-4- (3- 
7;;7xy + v/) *y »J > (5 lmg) £ h;U^> (3ml) izm&i&mitz 
4-n-yf-;U7x-;U^ 7 2/7*- h (0. 2ml) £fln*-N 5 O^IHBlP 
3fcg3KLrt:o ^^oD*W7th> (10/1) T*Jgg§t5'>';^W 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 89 (t. J = 7. 3H 
z, 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m, 2 H) , 2. 5 1 (m, 2 
H) , 3. 9 5 (s. 1H) , 4. 0 0 (s, 1 H) . 6. 4 9 (d, J =5. 
5Hz, 1H), 6. 81 (d, J=8. 0Hz, 1 H) , 7. 04 (d, J = 
7. 9Hz, 2H)i 7. 21-7. 30 (m, 5 H) , 7. 37 (s, 1H), 

7. 51 (s, 1H), 7. 84 (brs, 1 H) , 8. 24 (brs, 1 H) , 

8. 43 (d. J=4. 9Hz, 1 H) 
Efi##flii (FD-MS, m/z) :47 1 (M + ) 
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mmm8 6 

N-n-T^lz-N' - {4- [(6, 7-?y h*->-4-*y UXO 
•>3 7x-;l} ^7t/7 (13 9) 

6, h**>-4- (4-7i;7xy + i/) +yj > (5 lmg) £ 

h;bx> (3ml) {cMfti§ft?L*:&> n-yw/m-h (0. 2ml) 
ZUaz.* 1 4^fSSm$^BMLiZo ^S£?no*;bA/7-t? h> (10/1) ~C 
mffltZ is 'J *Wo7 - in* BflHK U SiOft^ 3 1 m g, 

JR*4 6K-eflfc. 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : <5 0. 9 3 (t, J = 7. 3H 
z, 3H) , 1. 3 7 (m, 2 H) , 1. 5 3 (m, 2H) , 3. 28 (m, 2 
H) , 4. 0 4 (s, 3H) , 4. 0 4 (s, 3H) , 5. 04 (brs, 1 H) 
, 6. 4 4 (d, J = 5. 5 Hz, 1 H) , 6. 9 8 (b r s, 1 H) , 7. 1 
1 (d. J = 9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 43 (d, J = 
9. 2Hz, 2H), 7. 55 (s, 1H), 8. 46 (d, J=4. 9Hz, 
1H) 

Wm&ftm (FD-MS, m/z) :39 5 (M + ) 

mmms i 

N- {4- [ (6, 7-'J/ r*S/-4-*7 'j ;IQ **->3 7x-;b) - 
(4- h 'J7^nyf;i/7x-;l/) a^MfrHK K (15 7) 
6, 7->^ h*v/-4- (4-7;;7x;*-» 'J > (5 3mg) <»: 
rfTBSiS©4- M 7 ;b;*o (102mg) £N, N-5^f\M? 
;l^7S K (3ml) tc^«?L^ 1-jc*;U-3- (3' -*J**A,TIJ 

fu\£)V) mmm (io2m g ) zmz.. ^z-zi4^mm^ 
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1 H-NMR (CDC lg , 5 0 0MHz) : 6 4. 0 4 (s. 3 H) , 4. 

05 (s, 3H), 6. 48 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 5Hz, 2H), 7. 41 (s, 1 H) , 7. 55 (s. 1 H) , 7. 7 

6 (d, J=8. 5Hz, 2H), 7. 76 (d, J = 8. 6Hz, 2 H) , 8. 
02 (d. J=7. 9Hz, 2H), 8. 13 (brs, 1H), 8. 49 (d, 
J = 5. 5Hz, 1H) 

Kfi##fll (FD-MS, m/z) :4 68 (M + ) 

N— {4 — C (6, 7-S>y h**>-4-*7 U;tQ 7x-;M - 

U-ftu^^Jly^-Jl) J]Jltf*yZ K (1 5 8) 

6, h*S/-4- (4-7;;7x; + '» *>"J> (52mg) <?: 

r1iBSa04-v/^a^+v';^il#S? (109mg) £N, N-i?^^*;^ 
7;K(3ml) KfcJJ?LfcSU l-xf-^-3- (3' -Vt*fr7\J-fu 
b°;i>) *;l/#^-f S KiHI (1 1 Omg) fcjn** SflfcTl 4B#R3»#L*: 
SU nm&\5 1 4H«©HftteJ:oT«l!U £®©ft&#f£5 4mg, TO 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : SI. 2 5-1. 8 6 (m, 
10H) , 2. 5 5 (m, 1H) , 4. 0 1 (s, 3H) , 4. 0 3 (s, 3H) 
, 6. 46 (d, J=5. 5Hz, 1 H) . 7. 16 (d, J=8. 5Hz, 2 
H) , 7. 2 7 (d, J = 7. 9 Hz, 2H) , 7. 3 9 (s, 1 H) , 
7. 55 (s, 1H), 7. 75 (d, J-9. 2Hz, 2H) , 7. 8 3 (d. 
J=8. 6Hz, 2H). 8. 46 (d, J=5. 5Hz, 1 H) 
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Kfi##H! (FD-MS, m/z) :4 8 2 (M + ) 

mmm 8 9 

N- {3- [ (6, 7 -it/ h*i/-4-*J U;1Q 7x-iM - 

(4- t a;i/»frHK K (1 5 9) 

6, 7 -'J/ h**>-4- (3-7^7i; + y) *>Mj > (5 4mg) £ 
rfflRS©4-t-7f\rt^:m§Ifc (10 2mg) £N. N->7fWA7; 
K (3ml) K&JgLfcgU l-if-;b-3- (3' -i?yW;;yo^) 

*;M?*>r ^ Kiiti (i o 6m g) £fci;u m^iccemnmnLfz^ mm 

0J5 1 4RI*0»ffK:J;oTSIi!U MW>ft£«*2 9m g> JR* 3 5 Weft 

1 H-NMR (CDClg. 500 MHz) :<51. 34 (s, 9H), 
4. 01 (s, 3H), 4. 04 (s, 3H) , 6. 55 (d, J = 4. 9Hz, 
1H), 6. 97 (d, J = 7. 3Hz, 1 H) . 7. 29-7. 68 (m, 7 
H) , 7. 85 (d, J = 7. 9Hz, 2H) , 8. 48 (d. J=4. 9Hz, 
1H) , 8. 5 9 (b r s, 1 H) 
Hfi##Hi! (FD-MS, m/z) :456 (M + ) 

XMI9 0 

N- {3- [ (6, >^->-4-^yj;U) 7xzM - (4 

- t -7f;l/7x-;l/) fl^MMr-frO* (16 0) 

6. 7-^ h*v/-4- (3-7;;7x-W) *V U> (62mg) 
irfJi5D D D©4-t~^^mSK (109mg) *N, N- ?Jl*JlAT 
■i K (3ml) MfcJBLfc&x l-x*;U-3- (3' -^^7;;7 , Dh' 
AO rt^MW 5 KttK* (1 1 2mg) £Jd;U MSKT2 5B#EHJl#Lrt:& N 
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mmm 5 1 tmnommz & o mwi u m.m<o^^ 54mg N -iR*57K 

X H-NMR (CDClg, 500 MHz) : 6 1. 31 (s, 9H), 4. 
00 (s, 3H), 4. 01 (s, 3H), 6. 83 (d. J=4. 9Hz, 1 
H) , 7. 2 0-7. 9 9 (m, 9H) , 8. 0 6 (m, 1 H) , 8. 3 9 (d, 
J=4. 9Hz, 1H) , 8. 60 (b r s, 1 H) 

!»£tffi£ (FD-MS, m/z) :4 7 2 (M + ) 

mmm 1 

N- {4- [ (6. 7 -if* b*i/-4-*; U;b) 7 ^-;U} - (4 
-•f^Jly j,-Jl) jjJVt^l K (16 1) 

6, 7 -it/ h + S/-4- (4-7U7xy+-» +y >; > (6 2mg) £ 
ri5iSa©4-^^m§K (10 4mg) £N, N - v*/f-;U*/UAT 5 K 
(3ml) (c^IPL^ l-x^;l/-3- (3' - v^^JUT $ / 7o 
#;M*SM ^ K£Stfg (1 1 7mg) SrJlD*. MSICT2 lBOT«#LfcflU II 

^ H — NMR (CDClg , 5 0 0MHz) : 50. 94 (t, J = 7. 3H 
z, 3H) . 1. 3 8 (m. 2H) , 1. 6 3 (m, 2H) , 2. 6 9 (t, J 
= 7. 9Hz, 2H). 4. 03 (s, 3H), 4. 05 (s. 3H) , 
6. 72 (d, J=4. 9Hz, 1 H) . 7. 30 (d. J = 7. 9Hz, 2 H) 
. 7. 39 (s. 1H), 7. 42 (s, 1 H) , 7. 57 (d, J = 8. 5H 
z, 2H) . 7. 7 8 (d. J =8. 5 Hz. 2 H) , 7. 8 1 (d. J =7. 
9Hz, 2H), 8. 08 (s. 1 H) , 8. 42 (d. J=5. 5 Hz, 1 H) 

RmAVm (FD-MS. m/z) :4 72 (M + ) 
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106019 2 

N- {4- [ (6, l-V/ Y**/-A-*J U^) 7x-M - 

N' - (4 -/f-jlstty* x;iQ <J\sT (16 3) 

6, l-V* h*->-4- (4-7$y7x; + f) > (5 3mg) £ 

h;l/x> (3ml) \ztommL1z&s 4-^f;W7x-;Kv<>7^-h 
(0. 2ml) fctn*.* 83WWIMBlELfco MiLT*;fc*Sfl*iBRU 
x>T^t<5Ci{c«fcf9SJS©^^6 2mg, JR*7 6 96T»fc 0 

X H-NMR (DMSO-dg , 500MHz) : 5 2. 44 (s, 3H), 
3. 94 (s, 3H), 3. 95 (s, 3H) , 6. 44 (d, J=4. 9H 2 , 
1H), 7. 19 (d, J = 9. 2Hz, 2H) , 7. 23 (d, J=8. 5H 
z, 2H), 7. 38 (s. 1H), 7. 44 (d, J = 9. 2Hz, 2 H) , 
7. 52 (s, 1H), 7. 58 (d, J = 8. 6Hz, 2 H) . 8. 46 (d, 
J =4. 9 Hz, 1H) , 8. 7 0 (s, 1 H) , 8. 7 9 (s, 1 H) 

Kfi#flr<I (FD-MS, m/z) :461 (M + ) 

106019 3 

N— (3-xh^^;l/^7i^) -N x - {4- E (6, 
^s-A-icJ ***A 7x^) frU7 (16 4) 

6. 7-i^y h*->-4- (4-T^y 7xy + J/) U > (5 3mg) £ 
h^x> (5ml) KflD&fciBLfcSU 3-i^ l >*^-^7x-Mvi/ 
7*-h (2 8 4mg) €:J0^> 1 ^ftBfeiS«E L fco a n*;bi*/7 

*h> (10/1) TSg§f-5'>y*y^7A^ovh^57>f-lx<kt)^K 
U £S©<b£&£l 8mg. iR*2 0%T*&iz 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 1. 3 8 (m, 3H) , 
3. 9 8 (s, 3H) , 4. 0 5 (s, 3H) , 4. 3 5 (m, 2H) , 6. 4 
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5 (d. J=5. 5Hz, 1H), 7. 12 (d, J=9. 2Hz, 2H), 
7. 40 (s, 1H) , 7. 4 7 (d, J =D. 2 Hz, 2 H) , 7. 4 7 (d, 
J = 8. 6Hz, 2H), 7. 58 (s, 1 H) , 7. 96 (d, J = 9. 2H 
z, 2H) , 8. 0 5 (s, 1H) , 8. 1 7 (s, 1 H) , 8. 4 7 (d, J 
= 5. 5Hz, 1H) 
fCg##HI (FD-MS, m/z) :48 7 (M + ) 

N— (4-^pd7x^1/) -N / - {4- [ (6, 7->>y h**>-4-* 
J U;U) 7x^} frU7 (16 5) 

6, 7-v^ h*->-4- (4-7;y7x;+-» +;'J> (52mg) £ 
h;Wx> (5ml) fcto*ft»HLfc8U 4-^on7x-Mvm-h 
(0. 2ml)^M> l«flffliWIWB»Lfco tfrtfiLTSfclSllfcaHfcU 
x>T*^-rsci{r«kt)^ScD>fl:^^4 3mg N iR^5 5%Tr'&tz 0 

^ H — NMR (DMSO-dg , 500MHz) : <5 3. 94 (s, 3H), 
3. 9 5 (s, 3H) , 6. 4 4 (d, J = 5. 5H z, 1 H) , 7. 2 0 (d, 
J =9. 2 Hz, 2H) , 7. 3 2 (d, J =8. 5 Hz, 2 H) , 7. 3 8 
(s, 1H), 7. 49 (d, J=9. 2Hz, 2 H) , 7. 51 (s, 1 H) , 
7. 58 (d, J=9. 2Hz. 2H) , 8. 46 (d. J = 4. 9Hz, 1 H) 
, 8. 83 (brs, 1 H) , 8. 83 (brs, 1 H) 

Kfi^tfrfit (FD-MS, m/z) :44 9 (M+) , 4 5 1 (M + +2) 

H«fe019 5 

N— (2->f V^obV^x^l/) — N' - (4- C (6, l-V* 
4-*7 U;U) 7x^M frU7 (16 6) 
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6. 7-i?n + *>-4- (4-7i;7x; + -» > (4 4mg) £ 

bJl^> (5ml) tttaft&HLtfk 2-^V^Dtr^7iiM V->7*- 
r CO'. 2ml) *tjp^. % 8 O&mijam&mitzo KS*^DD^A/7th 
> (10/1) -eSSat"**>U *W7i»^o7 h^'?7^ -Kcfc^ftJKU 
4mg N lR$2 0%Tl#fc o 

2 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 1. 2 1 (m, 6 H) , 

3. 21 (m, 1H), 4. 04 (s, 3H), 4. 04 (s, 3 H) , 

6. 4 2 (m, 1H) , 6. 6 3 (m. 1 H) , 7. 0 9-7. 5 5 (m, 11 
H) , 8. 4 6 (m, 1H) 
m&fiVtm (FD-MS, m/z) :45 7 (M + ) 

N- {4 — [ (6, 7- : J/ h*->-4-*y U;lQ 7x^1/} - 

N' -7x-;l/7U7 (1 6 7) 

6, 7-v>V h + i/-4- (4-7;;7x; + -» 4V U > (5 lmg) £ 
h;bx> (5ml) tejD&i«^Lfc&» 7x^Kvm-h (0. 2ml) 
£tQ;U 5 0^tiniiaJltL/ro E&£9vu*)lA/T* b> (10/1) V 

2 lmg. JRiM l%T'^e 
* H-NMR (CDClg, 500MHz) : 5 4. 04 (s, 3H), 

4. 0 4 (s, 3H) , 6. 6 1 (m, 1 H) , 7. 0 5 (m, 1 H) , 7. 3 
6-7. 44 (m. 10H) , 7. 99 (s, 1 H) , 8. 3 1 (s. 1 H) , 
8. 3 6 (m, 1H) 

®fi£tffll (FD-MS, m/z) : 4 3 1 (M + ) 
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N— {4- [ (6, 7-v>y Y*v-A-*J l )Jls) 7x-;U} - 

N' - (2 ho7x->>U) frU7 (168) 

6, 7-'^ h*5/-4 - (4-75;7xy*i') +;'J>(83mg) * 
h;Ux> (8ml) \zfiQ$mMltz'&, 4--hn7x-M7->7*-h (3 
7 0mg) £flD;U 4 0#fim*fc§2)ftl*:o tJftb LT^fc^?:SSS(L> h;Ux 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 5 3. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 6 (d. J =5. 5 Hz, 1H) . 7. 2 2 (m, 
1H) , 7. 2 3 (d, J = 9. 2 Hz, 2 H) , 7. 3 8 (s, 1 H) . 7. 
51 (s, 1H), 7. 62 (d, J=9. 2Hz, 2 H) , 7. 71 (m, 1 
H) , 8. 1 1 (m, 1H) , 8. 3 1 (m, 1 H) , 8. 4 6 (d, J = 5. 
5Hz, 1H), 9. 62 (s. 1 H) , 9. 96 (s, 1 H) 

Kifttffl (FD-MS, m/z) :4 6 0 (M + ) 

&gftl9 8 

N- (2-7W7x-^) -NT - {4- [ (6, 1- S J* h*->-4-* 

yj;b) 7x-;U} (16 9) 

N- {4- [(6. 7-?/h*->-4-*y 7x-JW - 

N' - (2--hD7x-^) 7U7 (4 2mg) £N, N- V* *Jl*)lAT 
i K/Iffi*xf-;U (12ml /6ml) K&JBU 2 Q%imfc><? V*? A-ft 
X (7 0mg) «n;U 7K^a^TMfilcT3^«^L^o KJfflMHr** 

Lfc 0 NOT*ttW£U Sfl4><tett*3 9mg» JR*1 0 0%T-?§*: o 
* H-NMR (DMS O-d fi , 5 0 0MHz) : 63. 9 4 (s, 3 H) , 
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3. 9 5 (s, 3H) , 4. 7 7 (b r s, 2H) , 6. 4 4 (d, J =5. 5 
Hz, 1H) , 6. 5 8 (m, 1 H) , 6. 7 5 (m, 1 H) , 6. 8 5 (m, 
1H) , 7. 1 8 (d, J =8. 5 Hz, 2 H) , 7. 3 4 (m, 1 H) , 

7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 58 (d, J=9. 2Hz, 
2H) , 8. 2 9 (s, 1H) , 8. 4 6 (d, J = 4. 9 Hz, 1 H) , 

8. 9 2 (s, 1 H) 

Kfb>#Hi (FD-MS, m/z) :4 3 0 (M + ) 

f9M9 9 

n- {4- [(6, 7-s;y h*s/-4-*y u;io - 

N' - (3-- ho7x-^) (170) 

6, 7-i?jl h + v-4- (4-7;y7x;*'» 'J > (8 3mg) * 
h;l/X> (6ml) KfclflMBBLfcgU 3--ho7i^Hv-m-h 
(3 8 4mg) £fln;U 4 0#P^rajS^KLfc o gjtt£? on*;UA/7-tr h > 
(1 0X1) TJg^l-S^'J^y^^A^Dvh^^^^-^ckO^U $ 
M(D{te$!}$: 4 4 m g % JR$ 3 4 %Ti§fco 

^ H-NMR (DMSO-dg , 5 0 0MHz) : 6 3. 9 9 (s, 3 H) , 
4. 0 4 (s, 3H) , 6. 4 3 (d, J =4. 9 Hz, 1H) , 7. 1 0 (d, 
J=9. 2Hz, 2H), 7. 38 (m, 2H) , 7. 47 (d, J=8. 6H 
z, 2H) , 7. 5 7 (s. 1H) , 7. 8 1 (m, 2 H) , 8. 19 (s, 1 
H) , 8. 3 1 (s, 1H) , 8. 4 6 (d. J = 4. 9 Hz. 1H), 8. 5 
9 (s. 1H) 

(FD-MS, m/z) :460 (M + ) 
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mmmi o o 

N- {4- [ (6, l-'J* Y* : s-A-*J 'J;U) 7x-;U} - 

N' U7 (1 7 1) 

6, 7-$>y h**-4- (4 -7$ y 7x7 *•» *y 'J > (5 lmg) £ 
HUx> (5ml) fcjD*^Lfc8L ^^f"^^V*>7*- h (0. 2ml) 
£7J0;U 2^MSifEL^o ^^on*W7th> (10/1) Tfl 

X H-NMR (CDC 1 3 , 5 0 OMHz) : 6 0. 8 7 (m, 3 H) , 1. 
2 6-1. 3 0 (m. 10H) , 1. 5 3 (m. 2H) , 3. 2 7 (m. 2 H) , 
4. 0 3 (s, 3H) , 4. 0 3 (s, 3 H) , 5. 0 4 (m. 1 H) , 6. 4 

4 (d, J =5. 5 Hz, 1H) , 6. 9 7 (s. 1 H) , 7. 10 (d, J = 
8. 6Hz, 2H), 7. 41 (s. 1 H) . 7. 42 (d. J=8. 6Hz, 
2H), 7. 55 (s, 1H), 8. 46 (d. J=4. 9Hz, 1 H) 

nmftftm (FD-MS, m/z) :45 1 (M + ) 

N- (3-7U7x^) -N' - {4- [ (6. h**>-4-* 
yj^) 7x-;l/} frU7 (17 2) 

N- {4- [(6, 7-s;y h*5/-4-*y«J^) 7x-;H - 

N' - (3--hD7x-;b) 7l/7 (2 8mg) £N, N-v?yf^>^A7 

5 hVft&if^ (5m 1/2. 5ml) KttflfU 2 0%7k&<fc'^ i^-7A- 
^(97mg) fciJDx., 7K^S?fflmTM©JwT3^*^L^o Riejft**^ 
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H-NMR (CDClj, 500 MHz) : 6 4. 02 (s, 3H), 
4. 0 3 (s, 3H) . 6. 4 1 (m, 1 H) , 6. 4 1 (d, J =5. 5Hz. 
1H) , 6. 6 1 (m, 1H) , 6. 9 0 (s, 1 H) , 7. 0 5 (m. 1 H) , 
7. 0 9 (d, J =8. 5 Hz, 2 H) , 7. 4 0 (s, 1 H) , 7. 4 3 (m, 
1H), 7. 47 (d. J=8. 5Hz, 2 H) , 7. 55 (s, 1H), 8. 
03 (s, 1H), 8. 44 (d, J = 5. 5Hz, 1 H) 
SC«#tfflit (FD-MS, m/z) :4 3 0 (M + ). 

mmm 102 

N-7'J^-N' -{4- [(6, 7-^ht'>-4-^y'J^) 
7x_;U} frU7 (1 7 3) 

6, 7-i>V h**>-4- (4-7;;7x; + v') +yj > (5 Omg) £ 
N. N-?yf-;M?;UA7 5 K (5ml) lc«*?Lfc^ 7'J;K7->7^-h 

(o. 2mi) 8ovri5nmuammLfz 0 sumK^m^ n 

««L"fco «flET*JK*9*Lx g|££?ou*;l,A/7-t?h> (1 0/1) T* 

61mg N iR$9 6%T?§feo 
1 H-NMR (CDCl r 5 0 0MHz) : 53. 9 0 (m, 2 H) , 

4. 03 (s, 3H), 4. 03 (s, 3H) , 5. 12 (d, J = 10. 4H 
z, 1H), 5. 23 (d, J=17. 7Hz, 1 H) , 5. 62 (s, 1 H) , 

5. 8 8 (m, 1H), 6. 4 1 (d, J =4. 9 Hz, 1 H) , 7. 0 8 (d, 
J=8. 5. 2H), 7. 39 (s, 1 H) , 7. 44 (d, J=8. 5Hz, 
2H), 7. 54 (s, 1H), 7. 75 (s. 1 H) , 8. 44 (d, J = 
5. 5Hz, 1H) 



WO 97/17329 PCT/JP96/03229 

106 



®g^tfT<i (FD-MS, m/z) : 3 7 9 (M ) 



mmmi 03 

N - {4- [ (6, Y*is-4-*J x ) ^) - 

N' - (1— frl^7 (17 4) 

6, 7-v^ h**>-4- (4-7;;7x; + -» *y U > (50m g) £ 
MUx> (5ml) (cMN&lVfLfcfk 1 -i"7*M 7 ->7*- h (0. 2m 
1) «n;U 2 O.^IHOMnKL^ gaE**oo*;UA/7-feh> (10/1) 

41mg x iR^5 2%T'?i/Co 

1 H-NMR (DMSO-dg , 500MHz) : 5 3. 95 (s, 3H), 
3. 95 (s. 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 21 (d. 
J = 9. 2Hz, 2H), 7. 38 (s, 1 H) . 7. 4 8-7. 6 5 (m, 7 
H) , 7. 92-8. 15 (m, 3H). 8. 46 (d, J=4. 9Hz, 1 H) 
, 8. 80 (s, 1H) , 9. 2 0 (s, 1 H) 

K*^«ftt (FD-MS, m/z) :4 6 5 (M + ) 

£MSW10 4 

N— (2-b'7x^) — N' - {4- [(6. l-'J* h^>-4-^y»J 
7^-;U} frl^7 (17 5) 

6> ^ + i/ _ 4 - (4 -r S y 7*7 *^ U > (5 2mg) £ 

h;ux> (5ml) (cMiAffPL^ 2-k'7x-Mvm-h (0. 2 
ml) 3 O^IBttfcWELfe Ml^no*JlA/7th> (10/ 

^56mg. iR$6 4%T'^fc 0 
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1 H-NMR (CDClg, 500 MHz) : 6 3. 97 (s, 3H), 
4. 04 (s, 3H), 6. 35 (d, J=5. 5Hz, 1 H) , 6. 96 (s, 
1H) , 7. 4 0 (d, J = 9. 2 Hz, 2 H) , 7. 14-7. 3 9 (m, 

I 1H) , 7. 5 4 (s, 1H) , 7. 89 (brs, 1 H) , 8. 0 8 (d, 
J=8. 6Hz, 1H), 8. 33 (d, J = 5. 5Hz, 1 H) 

©g#« (FD-MS, m/z) :49 1 (M + ) 

2dfe0JlO5 

N- (4 -N / - {4- [ (6, 7 -'J/ h*->-4-* 

JV)V) t^->] 7x^} 1/7(18 8) 

6, 7 -if/ h*<>-4- (4-7i;7xy + -» +y U> (5 1mg) £ 
Ml/x> (5ml) lcflD&r$ft?lfcgU 4-xf^7x-;K 7*>7*- h 
(0. 2ml)£fln;i. 9 0^P B m^S«tL/z o o D *;UA/7-tr h > 

(10/1) Tjg^t-5^ , ;^7>7 r >'U*7A^n-7h^77^-^«k»9^U S 
g©ft£#j£4 2mg, JRS$5 6%Ti#fco 

X H-NMR (CDClg , 5 0 0MHz) : 6 1. 18 (m, 3 H) , 2. 
5 8 (m, 2H) . 3. 9 9 (s, 3H) , 4. 02 (s, 3 H) , 6. 3 9 
(d, J=5. 5Hz, 1H), 7. 07. (d, J=9. 2Hz, 2H), 7. 

II (d, J=7. 9Hz, 2H), 7. 25 (d, J=8. 5Hz, 2H), 
7. 4 0 (s, 1H) , 7. 4 2 (d, J = 8. 5 Hz, 2 H) , 7. 5 5 (s, 
1H), 7. 60 (s, 1H). 7. 81 (s, 1 H) . 8. 43 (d. J=4. 
9Hz, 1H) 

®*##fli (FD-MS, m/z) :44 3 (M + ) 
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N-OVJjl-N' - {4- [ (6, 7-i?/ h*->-4-*y <J;U) it* 
»>] 7x-;b} (18 9) 

6, h + «>-4- (4-7;;7i; + y) +;>J> (52mg) ^ 

bJl^> (5ml) lcJra&&JJ?L*:gU 'OyVJl^T vi/7*- h (0. 2ml) 
£tnx. N 5 O^Jal^iS^Lfco ME*^no*jUA/T-b h > (10/1) 7? 

1 lmg, JR$l 5%T'^ 0 
1 H-NMR (CDClg, 500 MHz) : 5 4. 06 (s, 3H), 4. 

07 (s, 3H), 6. 49 (d, J = 4. 9Hz, 1 H) , 7. 20 (d, J 
= 9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 54 (m, 2 H) , 7. 5 

8 (s, 1H), 7. 65 (m, 1 H) , 7. 71 (d, J = 9. 2Hz, 2 H) 
, 8. 04 (d, J=7. 9Hz, 2H), 8. 50 (d, J=5. 5Hz, 1 
H) , 9. 53 (s, 1H) , 11. 04 (s, 1 H) 

MbMJffc (FD-MS, m/z) :44 3 (M + ) 

N-xh*S/a;M?x;l/-N' - {4- [(6, 7 - >>y 4 
AO 7x_;b} (19 0) 

6, 7-vy h + ->-4- (4-7;;7x; + -» +7 'J > (5 2mg) £ 
r;ux> (5ml) «C]6n^^#?Lfe^ xh + y*;l/^Kvm- h 
(0. 2ml) 1 5^HnlfeiS«tL^o ^^^OD^^A/THr h> 

(1 0/1) TfSiat'5'> , J^y^7A^avh/57>f-{c«fcl5f||KU ^ 
8©{t£$l£ 2 0 m g N iRSg 2 8 KTiifco 

*H-NMR (CDC 1 « , 5 0 0MHz) :<51. 37 (t, J = 7. 3H 
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z, 3H) , 4. 1 0 (s, 3H) , 4. 1 7 (s. 3H) , 4. 3 1 (q, J 
= 7. 3 Hz, 2H) , 6. 7 0 (d, J = 6. 1Hz, 1 H) , 7. 2 0 (d, 
J = 8. 6Hz, 2H), 7. 64 (s, 1H), 7. 72 (d, J=9. 2H 
z, 2H) , 8. 12 (s, 1H) , 8. 5 0 (d. J = 6. 7 Hz, 1 H) , 
10. 08 (s, 1H) 
SfS#tfrte (FD-MS, m/z) :411 (M + ) 

mmmi o 8 

N- {4- [(6, 7-vV Y*i/-A-*J U ;b) 7x-;l/} - 

N / - (2-^f;l/7xr.;l/) (56) 

6, 7-^h + >>-4- (4-7i;7x; + -» *;'JX51rag) ^ 
h;bx> (5ml) lzmimMlK'&. 2-yf^7i-MV«>7^-h 
(0. 2ml) £JniU 1 5^IHHinflWt«ELfco ME** on*;l,A/7-fe h > 
(1 0/1) T-®^£'>U#W#7A*ov h^5 7>r-(c«J:|9^U ^ 
M<ZMb&$l£6 lmg. JR^8 2%T'^fc 0 

1 H-NMR (CDClg, 500 MHz) : 6 2. 20 (s, 3H), 4. 
00 (s, 3H), 4. 03 (s, 3H), 4. 31 (q, J = 7. 3Hz, 
2H) . 6. 4 0 (d, J = 5. 5 Hz, 1 H) , 7. 0 5-7. 2 0 (m, 6 
H) , 7. 3 9 (s, 1H) , 7. 4 2 (d. J =8. 5 Hz, 2 H) , 7. 5 
5 (s, 1H), 7. 60 (d, J = 7. 9Hz, 2H), 7. 80 (s, 1 H) 
, 8. 45 (d. J = 5. 5Hz. 1 H) 

St5##Hii (FD-MS, m/z) :42 9 (M + ) 
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N— {4- [(6, 7-->7h^'>-4-^;'J^) 7 *-)l<} - 

N' - (3-^ 1-)\,7*-Jl) uUT (5 5) 

6. h*>-4- (4-7;;7xy + y) *>"J > (5 lmg) £ 

h;Ux> (5ml) Jcflnll&fclPLfcSU 3-y^7xiM7v/7*-h 
(0. 2ml) £flQ;U 1 5#RMSfcS8fcL*:o Mt**an.*Jl,A/7-fe h> 
(1 0/1) Tggat-«->U/7y;U*7A^Dvhr57-f-{wJ:t)fil«!U ^ 
SO<t^4&* 4 1 m g N 5 6 96T»fco 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 2. 3 2 (s, 3H) , 
4. 02 (s, 3H), 4. 04 (s, 3H), 6. 43 (d, J=5. 5Hz, 
1H), 6. 93 (d, J=7. 3Hz, 1 H) , 7. 10-7. 22 (m, 6 
H) , 7. 41 (s, 1H), 7. 44-7. 47 (m, 3H), 7. 56 (s, 
1H) , 8. 46 (d, J = 5. 5Hz, 1 H) 

WmftVrm (FD-MS. m/z) :42 9 (M + ) 

JtJMI 110 

N- (2-7;^D7x^) -N' - {4- [ (6. 7-^^ h*»>-4- 
*7'J;U) frU7 (6 0) 

6, 7-5M h*>-4- (4-7;;7x; + >» +y U > (5 lmg) £ 
h;Ux> (5ml) KJWI&*#LfcflU 2-7^o7x-HV>'7^-h 
(0. 2ml) *WL S 15mft»Ktfc. M**oujM,A/7*h> 
(1 0/1) T-S^-9 u *> , J^y^7A^ovh^77>f-{cJ;t)1tS!U ^ 
H©fl:^Bj* 54mg, W73 %T^^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 01. (s, 3H), 
4. 04 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1 H) , 6. 97- 
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7. 04 (m, 2H) , 7. 1 0-7. 12 (m, 3H) , 7. 4 2 (s, 1 H) 
. 7. 49 (d. J=9. 2Hz, 2H) , 7. 57 (s, 1 H) , 7. 73 

(s, 1H) , 8. 17 (m, 1H) , 8. 3 5 (s, 1 H) , 8. 4 8 (d, 
J=5. 5Hz, 1H) 

MbMffit (FD-MS, m/z) :4 3 3 (M + ) 

N- {4 - [ (6, 7->M h*»>-4-*y U;1Q 7x-^) - 

N 7 (1 9 4) 

6, 7 -if* h4-«>-4- (4-7;;7x; + >» +;>J> (5 4m g) £ 
N, N-^y^U7t^A7$ K (3ml) lc«BLfcftx ^nf;Wv>7^ 
-r (0. 2ml) £So;U 8 0VT2mimMMftLtz o EJSttfcjkfcJn*.. 

TteliLfco $ET&8te®£U gat**no*;i,A/7-t?l*> (1 0/1) 

5 9mg, JR$8 4%T^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 9 3 (m, 3 H) , 
1. 5 5 (m. 2H) , 3. 2 4 (m, 2H) , 4. 0 2 (s. 3H) . 
4. 0 2 (s, 3H) , 5. 4 7 (t. J = 5. 5 Hz, 1 H) , 6. 4 1 (d, 
J = 4. 9 Hz, 1H) , 7. 0 8 (d, J =8. 5H z, 2 H) , 7. 3 9 

(s, 1H), 7. 43 (d. J=9. 2Hz, 2 H) , 7. 55 (s, 1 H) , 
7. 60 (brs, 1H), 8. 44 (d, J = 5. 5Hz, 1 H) 

Kft##Hi (FD-MS, m/z) :38 1 (M + ) 
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Jtttmi2 

N— {4 — [ (6. l-'J* h*>>-4-*y U )V) 7 - 

N' - (4-7x-;^M^I/7x^l/) frU7 (19 5) 

6, h + ->-4- (4-7;77x; + , » *>'J> (5 4mg) £ 

h^x> (5ml) IcMU M7*xy> (53mg) Ztia^ 2 O&HMn 
iSILfco Ml:4-7iM>77iy> (8 5mg) fcflniU H^IBttO 

MteS*U gaE*?on*;UA/7-feh> (10/1) T-gBBt-SS/ U jWU 
*7A^D7h^57^-i:«l:f)^U mmoit&WZl 9mg, JRs£2 1% 

1 H-NMR (CDC lg . 500MHz) : <!> 4. 01 (s, 3H) , 

4. 0 4 (s. 3H) , 6. 4 4 (d. J =4. 9 Hz, 1 H) , 7. 12 (d, 
J=9. 2Hz, 2H) , 7. 41 (s, 1 H) , 7. 46-7. 80 (m, 
12H) , 8. 14 (s, 1H) . 8. 3 0 (s, 1 H) . 8. 4 7 (d. J = 

5. 5Hz, 1H) 

fflbWfte (FD-MS, m/z) :519 (M + ) 

XMU13 

N— n*S^-N' - {4- [(6. 7-^^ h^->-4-»;'J^) 
7x-M 71/7 (1 9 6) 

6, 7- f J* h*^-4- (4-7U7x;*^) *y«J > (52mg)^ 
N, N-5J>f^7t*A7$ K (3ml) ICjgflPLfcflU -Mr*^ V2/7* 
-h (0. 2ml) *Jd^ 6 OtTl 5^Jnm»^L^o KJttf£lC3K£jQ;i> 
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T?E*Lfc 0 METi§££®£U S^^nn^;l/A/7-bh> (10/1) 

6 3mg N JR$84%tr^^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 0. 8 5 (m, 3H) , 

1. 2 5-1. 4 7 (m, 6H) , 1. 50 (m, 2 H) , 3. 2 6 (q. d = 
6. 7Hz, 2H) . 4. 02 (s, 3 H) , 4. 0 2 (s, 3 H) , 5. 68 

(brs. 1H), 6. 40 (d. J = 5. 5Hz, 1 H) , 7. 07 (d, J 
= 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 44 (d, J=9. 2Hz, 
2H) , 7. 5 5 (s, 1H) , 7. 9 4 (s, 1 H) , 8. 4 3 (d, J =4. 
9 Hz, 1H) 

BfiSMNI (FD-MS, m/z) :4 2 3 (M + ) 

mmmi 1 4 

N- (5->r>^~;i/) -N' - {4- [ (6. Y*i/-4-*J U 

JV) ***/\ y^-M <7U7 (19 7) 

6, r*'>-4- (4-7;;7x;+-» +>/ «J > (5 lmg) £ 

(5ml) {c»SU h>)7*x¥> (5 4mg) £Jn;U 1 2#IHMn 
f&SMLfco Rlfi«ic4-7 5y-f (3 6mg) ZtiaA.^ 3 6£IHMn*NB 

«*U &£*9nn*jl,A/7*b> (1 0/1) TRH**5/«J 
A^o«eh^57-f-»cJ:e)||«U £S©fl:£&l£l 3mg. JRs£l6%Ti§ 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 62. 0 4 (m, 2H) , 

2. 82-2. 86 (m, 4H) , 4. 01 (s, 3H) , 4. 03 (s, 3H) 
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,6. 4 0 (d, J =5. 5 Hz, 1 H) , 7. 0 3 (m, 1 H) , 7. 0 8 
(d, J = 8. 5 Hz, 2H) , 7. 1 3 (m, 1 H) , 7. 3 2 (s. 1 H) , 

7. 40-7. 57 (m, 6 H) , 8. 44 (d, J=4. 9Hz, 1 H) 
Mfc##HEI (FD-MS, m/z) :4 5 5 (M + ) 



mmmi 1 5 

N- (3, h^->7x^l/) -N / - {4- [ (6, 7-S?> r*S/ 

-4— fry 'J;b) *fr->3 7x-^} (19 8) 

3, A-Vt h*i/T-*)> (42mg) (5ml) IcflBBU r 

U (2 4mg) *Jn;U 2 2^BIKin*WB«E Lfc 0 RiEttJc6, 7-v^ 

h + ->-4- (4-7S V7xy*-» fry »J> (5 lmg) (5 2mg) 

Lfc 0 MEET&&£S£U E&&9nu*A,J*/7*h> (10/1) -e®gQ 

1 H-NMR (CDC lg , 5 0 0MHz) : 5 3. 8 4 (s, 3H) , 
3. 8 5 (s, 3H) , 4. 0 1 (s, 3H) , 4. 0 4 (s, 3H) , 

6. 43 (d, J=4. 9Hz, 1 H) , 6. 75-6. 80 (m. 2H), 

7. 10 (d, J = 9. 2Hz, 2H), 7. 16 (s, 1H), 7. 38 (s, 
1H) , 7. 4 1 (s, 1H) , 7. 4.5 (d, J =8. 5 Hz, 2H) , 7. 

5 6 (s. 1H) . 7. 5 9 (s, 1 H) . 8. 4 6 (d, J =4. 9 Hz, 1 
H) 

MfcWfte (FD-MS, m/z) :4 7 5 (M + ) 
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$&m i i 6 

N- (3, 4-xft/>'^^7x^) -N' - {4- [ (6, 7->>y 
h*>-4-*yy;IQ 7x-;b} 7U7 (19 9) 

3, 4-x^u>^^-+'>T-'J > (8 0mg) £h;l/x> (5ml) K&ft? 
U r yxf-4,7 5 > (0. 5ml) £jD*fcfch y*X^> (5 Omg) £Jn 
lNrlfflJnrKaBlELfco RlSttJw6. 7 - V* h + *>- 4 - (4 -7 $ y 7x 
y +y »J > (5 2mg) £Jn;U 1 0 0#EHa*tfHffiLfc o RiCttic^K 

*;UA/7-bh> (10/1) ^SBBt-**>y/7y;U/77A^D«7h^7-f- 

1 H-NMR (DMSO-dg , 500MHz) : <5 3. 94 (s, 3H), 

3. 9 4 (s, 3H) , 4. 1.9-4. 2 1 (m, 4 H) , 6. 4 3 (d, J = 

4. 9Hz, 1H), 6. 74-6. 78 (m, 2H), 7. 09 (s, 1 H) , 
7. 1 7 (d, J = 9. 2 Hz, 2H) , 7. 3 7 (s, 1 H) , 7. 5 1 (s, 
1H) , 7. 56 (d, J=8. 5Hz, 2 H) , 8. 45 (d, J=4. 9H 
z, 1H), 8. 47 (s, 1H), 8. 69 (s, 1 H) 

fffi#tfr<it (FD-MS, m/z) :4 7 3 (M + ) 

wm\ 1 7 

N-y ^;U-N- {4- [ (6. h*->-4-*/ 'J;U) 7 

x-;U} -N / - (4-^ h*»>7xx;U) »l/7 (2 0 0) 

WmWt (0. 2 7ml) (0. 13ml) *jDn*» 6 0 < C"F2^P^fiD 

*&*#L*: SJSft{cf-h7t Kd77> (8m 1) izfeMLtzG, 
+ S/-4- (4-7;;7x; + <» +y y> (3 0 3mg) ZtiQ*.^ ggKT 
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4 5#P H 1ft#l*:o Rfcttfcflafcjc**- h 'J *A***£lD*^ Mix* JUT 2 

EETJSttteSiU gg£?Do*;bA/7-t?h> (1 0/1) tl^t^^'J 
/7^;l/*7A^p-7h^57-f-lc:J:i3lSaiU 6, 7-$^ h*->-4- (4 

C©6. h*->-4- (4-^;;l/7;y7x;*J/) *>"J> 

(3 1 7mg) ^fh7t Kd77> (9ml) li&ft?U 7K*ffc7;b 5 -«7 A 
■Jf-«7A (18 1mg) £fln;U SfifcT2B#|Sffll#Lfco KJ&»Jd!fifl;7>* 

■bh> (i o/i) T"jg§§-r5^u^y^^A^D-7 h^?7>f — tc«fc t>ftsa 
U 6, h*v"-4- (4-^wiy7x; + -» *y y >£2 3 

CO 6. 7-vM h*->-4- (4->f"^7 ^ </ 7xMi/) *;>J> (4 
9mg) £h;Ux> (5ml) {cja^^t^ 4-/h*'>7xiMV-> 
7*-h (0. 2ml) *Jn;U 1 2#IMJ!MKfcLfco ^^dd^W 
7-fe h> (1 0/1) T?B§a"t**->y *y^*7A^ a-7 -icj;t)fil 
« U %m<D\t&®* 4 7mg>iR$5 1 %T'^^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 38 (s, 3H) , 
3. 7 7 (s, 3H) , 4. 0 5 (s, 3H) , 4. 0 6 (s. 3 H) . 

6. 14 (brs, 1H), 6. 59 (d. J = 5. 5Hz, 1 H) , 6. 82 
(d, J=9. 2Hz, 2H), 7. 21 (d, J = 9. 2Hz, 2H), 

7. 29 (d, J = 9. 2Hz, 2H). 7. 44 (d. J = 8. 6Hz, 2 H) 
, 7. 4 5 (s, 1H) , 7. 5 2 (s. 1H) . 8. 5 5 (d, J = 5. 5H 
z, 1H) 
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MfeMfrffi (FD-MS. m/z) :459 (M + ) 
gflfflU 1 8 

N-y 5 L ;l/-N-7x-;b-N / - {4- [(6, h^->-4-^; 
■J;U) 7x^) (2 0 1) 

6, 7 -it* h*v/-4- (4-7;;7x/*'>) *>"J > (7 2 m g) £ 
h;Ux> (7ml) IzBffiL h'J*^y> (5 2mg) £fln*> 3B$R0i!lD*Ui 
3£Lfco KfiftfcKN-y ^;U7^'J > (0. 05ml) £fln;U 1 l$R0inf&g8ft 

£U glt£?no*;UA / /7-feh> (10/1) T?Jg08^« *U rtWrt^ A 
^ovhr57>f-{cJ:t)mS!lL. £JS<D{t&^£4 8m g> JR^4 6%T"^A:o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 3 7 (s. 3H) , 
4. 04 (s. 3H), 4. 04 (s, 3H) , 6. 32 (b r s, 1 H) . 
6. 4 1 (d, J =4. 9 Hz, 1H) , 7. 0 7 (d. J = 9. 2 Hz, 2 H) 
, 7. 3 7-7. 5 3 (m. 8H)\ 7. 5 4 (s, 1 H) , 8. 4 5 (d, J 
= 5. 5Hz, 1H) 

®S#tM (FD-MS, m/z) :429 (M + ) 



Hife^ll9 

N-y^l/-N- (4-^ h^'>7x-;l/) -N' -y^;U-N' - {4- 
[(6, 7-S^ h*v/-4-*y 'J^) **>0 7x-;l/} «7U7 (2 0 2) 
N- (4-> h + «>7x-;l/) -N' - {4- C (6, 7-V* h*S/-4- 
+ yj;b) 7x-Jl/} -7U7 (99mg) *N, N- i?jt *)\,*JlJ*7 

5 K (3ml) fc»#U TK^b^hUSA (4 2mg) £fln;U SSICT2 0 
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W&fflfrltz'&s^iltrfr (0. 03ml) £flnx.x EMTll$l3J*#Lfco 

tt9uu*)\,J*/7*\>y (1 0/1) TSBBt*>"^^*7A^n-7 h 

1 H-NMR (CDClg, 500 MHz) : <5 3. 23 (s, 3H), 

3. 2 4 (s. 3H) . 3. 7 5 (s, 3H) , 4. 0 5 (s, 3H) , 

4. 06 (s, 3H), 6. 27 (d, J = 5. 5Hz, 1 H) , 6. 69 (d, 
J =8. 5 Hz, 2H) , 6. 8 1 (d, J =9. 2H z. 2 H) , 6. 8 9 
(d, J=9. 2Hz, 2H), 6. 91 (d. J = 9. 2Hz, 2 H) . 7. 
42 (s, 1H), 7. 51 (s, 1H), 8. 53 (d. J=4. 9Hz, 1 
H) 

M&tfit (FD-MS. m/z) :4 7 3 (M + ) 



xim 1 2 o cmm) 

3, 4-i?^oo7x^4-> Hr'>7x-^h> 

miSS©- h a ^ * y (10ml) 4\ rplRS©7-7-;l/ (1. 0 8 1 g) 
irfi|RS,©3. 4-^DO'<>'/>f^DiJK(2. 0 9 5 g) <hrUiRf a 0>r 
vfJUf^ACIII) h'j7;l/tny^>7M4-h (6 2 0mg) ^rjD^. N 

^Ji<Dfl:£&l£ 2 70mg^iR$10 96T'^^o 

* H — NMR (CDClg, 5 00MHz) : 5 3. 9 0 (s, 3H). 
6. 98 (d, J=9. 2Hz. 2H) , 7. 56 (s, 1 H) , 7. 58 (d, 



WO 97/17329 PCT/JP96/03229 

1 1 9 

J = l. 8Hz, 1H), 7. 79 (d, J=9. 2 Hz, 2H), 7. 84 
(d. J = l. 8Hz, 1H) 

nS&tm (FD-MS, m/z) : 2 8 0 (M + ) ,2 8 2 (M + +2) 

HWJ121 mm\) 

3, 4-^dd7x- Jl 4-bKo^->7x-;l/ »h> 
^5fe0U 2 0Ti#fc3, 4-^du7x-;I/ 4 -y h + x-;U y h 
> (2 3 5mg) *^dd^> (2ml) \z®Ml, *#T1. 0M#d> 
HJ^n; K-^^dd^>^ (7ml) £Jd;U 2 L fc&R 

£«j£l 7 3mg, JR^7 7KT?f§fc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 56. 91 (d, J = 
8. 5Hz, 2H), 7. 62 (dd. J = l. 8. 8. 6Hz, 1 H) , 
7. 68 (d, J=8. 5Hz, 2 H) , 7. 80 (d, J=7. 9Hz, 1 H) 
, 7. 85 (d, J = l. 8Hz, 1H), 10. 55 (s, 1 H) 
n&£Vrm (FD-MS, m/z) :26 6 (M + K 26 8 (M + +2) 

mmmi 22 

(4- [(6, 7-^h^^-4-^;'J^) t^y] 7x_;U} (3. 4 
-v?^po7x-;U) (177) 

7;H/>^«tT. *»«121T?»fc3. 4-^dd7x-;1/ 4-tKo 
*->7x^ y h> (1 54mg) bA- s J**bTl J t°U ^> (7 7mg) 
**->l/> (5ml) 4^Angfi*ft#Lfc 3l$fa&4-*no-6, 7- 
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^ h*WJ> (12 9mg) ZUaz.* 2 ltifffltiamMWLltz 0 m&A&fa 

7-fe h> (2/1) -egraf «»Ji*>U*W^D^ h**57>r -tcfcOfjtHU 
3Wi©<b^»*8 lmg, iR$3 lKTfcfco 

1 H-NMR (CDClj, 5 0 0MHz) : 5 4. 03 (s, 3H). 
4. 0 7 (s, 3H) , 6. 6 8 (d. J =5. 5H z. 1 H) , 7. 2 8 (d, 
J = 8. 5 Hz, 2H) , 7. 4 6 (s, 1H), 7. 4 7 (s, 1 H) , 
7. 60 (d, J=8. 5Hz, 1 H) , 7. 66 (dd, J = 1. 8, 8. 6 
Hz, 1H) , 7. 9 0 (d, J =9. 2Hz, 2H) . 7. 9 1 (d, J = 
1. 8Hz, 1H), 8. 60 (d, J=4. 9Hz. 1 H) 

©S#tfrli (FD-MS, m/z) :4 5 3 (M + ) , 4 5 5 (M + + 2) 

^^123 mnm 

4- (4-bKo^'X>'/^f^) 'OV-HJ^ 

HJ&0J2 2T^4- h 'J-n-y^^f->- 1 -y h + yyf;l/7xy-;l/ 
(1. 282 g) <tmifco^©4-S'7y^>V'Ol'*n'J K (4 9 7mg) 
dd» (5ml) IcjfflBU rUSRffi©h*x (h'j7x-WX7-f » /n°5 
^•7 A (II) ^ o U K (8m g) £A*U 1 1 WJflnf&gafc b *:<> Wfom&to* 

7AT-«aiLfco «fiET^S*^^ii (8 5 9mg) ^fh7kKo77 
> (2ml) * (5ml) <>: 6 N (12ml) £Jn*.T 

4mrP^lJD.%ia«ELr>:o E£S£^£fi&*nJ£ft7- h U -7 A7K&ft£ * not^T 
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1 H-NMR (DMSO-dg, 500 MHz) :<56. 91 (d, J = 
9. 2Hz, 2H), 7. 67 (d, J=8. 5Hz, 2 H) , 7. 80 (d, 
J = 7. 9Hz, 2H), 8. 01 (d, J=8. 6Hz, 2 H) , 10. 57 
(s, 1H) 

K«3Wftt (FD-MS. m/z) :2 2 3 (M + ) 
£J60J12 4 

4- {4- [ (6, 7-v^y h*is-4-*; 'J ;U) ^ 
>'/.=. HJ;t, ((17 8) 

T^3*>^MTx SS»m 2 3T*#£4- (4-fc Faf-i/OVf )V) O 
V- h VJU (2 3 Omg) t4- : Jf f;l/7; y h°U (1 3 8mg) 
l/> (5ml) "f^Antfi+IW L^o l^m4-^no-6, 7-i^h 
U > (2 3 Omg) *Jd;U 2 ORffiMJIUlttLfco Kfcm&®Zmu 

SSi^ MK*no*;UA/jft&x?-;l, (5/1) ~CMffli~%WM % > D * fJlt o 
■7h^77^-(c«ki9^L. mm<D<t&Va*l 9 9mg, JR*4 7KT?$fc„ 

1 H-NMR (CDC1 3 , 500MHz) :<5 4. 03 (s, 3H), 
4. 06 (s, 3H) , 6. 68 (d, J = 5. 5Hz, 1 H) , 7. 2 9 (d, 
J = 8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 46 (s. 1 H) . 
7. 82 (d. J=7. 9Hz, 2 H) , 7. 90 (d, J=8. 6Hz, 2 H) 
. 7. 91 (d, J = 8. 5Hz, 2H). 8. 60 (d, J=5. 5Hz, 1 
H) 
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MfeWflI(FD-MS, m/z) :410 (NT) 

mmm 1 2 5 

ffiJRS©-hny*> (10ml) ^ ffiffibS©7-y-^ (1. 0 8 1 g) 
<hmBSn°©2-p<^^>yV;l/^o>J K (1. 5 4 6 g) £ffilRS©>f yf-;l/ 
£ -7 A (III) h »J 7;Woy *>x;U**- h (6 2 0mg) *Jp^ 6 0*Ci;: 
T7HrHHWLfco Rjefi£tt*£ttfl 1 2 0 £ TO©^ftT?«ia U «©fc 
£$l£l. 6 7 9 g. JR*7 4 967?^fc 0 
WS##Hfi (FD-MS, m/z) :2 2 6 (M + ) 

fUS0J 1 2 6 

4-b Kp j iri/7xr.;t/ 2-y Wx^.;l/ »h> 

HJfeflll 2 5-e^4-^ h + ">7x-;b 2-Vf^7x-A 
660 g) *^ooW (1 0ml) IzJgJBU *J$T1. 0M**o >}>';:/ 
K-^^od^>M (2 9ml) £JJD;U M+ft#Lfco lSfefli#& 
HK1. 0M#n>hy7aS K-^no^>S«[ (15ml) «rjpi % M 

a+2Wfl»tfciftRiea6«j*wsffii 2 1 £0»©#tt-Mau &a©fl: 

£«J*1. 50 1g^ JR*96%T?»fc 0 
1 H-NMR (CDC lg , 5 0 0MHz) : 6 2. 3 0 (s, 3H) , 

6. 87 (d. J = 8. 5Hz, 2H) , 7. 22-7. 29 (m. 3H), 

7. 37 (td, J = l. 2, 7. 3Hz, 1 H) , 7. 73 (d. J=8. 5 
Hz, 2H) 

fi*#ff<fi (FD-MS, m/z) :212 (M + ) 
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WWII 2 7 

{4- [(6, h*->-4— fr^W **'A 7*-M (2-^ 

fJl/7xZJl.) > (1 8 0) 

7)l3>miT, *»W12 6-e»fc4-bKD*S/7x-;b 2-y*;U7 
x-;U >rh> (1. 3 3 4 g) <!:4-^^W;;b , 'J-» (84 5mg) 
£*->U> (1 5m 1) +^Aft£ffi+«#Lfco lW4-^oo-6, 7 
- U > (1. 4 0 6 g) £2JD;i> 2 3^BaUn*M8«ELfco SiBfi 

-IwiDfimflU Ii:^t>/7Hrh> (2/1) TBSi* «»*5/'J rt^U 
^D7h^77>f-ia!)il!U £flaft£tt*l. 2 5 8 g^ JR^5 0%T- 

1 H-NMR (CDClg, 5 0 0MHz) : 62. 3 7 (s, 3H) , 
4. 02 (s, 3H), '4. 06 (s, 3H) . 6. 65 (d, J=4. 9Hz, 
1H). 7. 23 (d, J=8. 6Hz, 2 H) , 7. 25-7. 35 (m, 
3H) , 7. 3 9-7. 4 2 (m, 1 H) , 7. 4 5 (s, 1 H) , 7. 4 6 
(s, 1H), 7. 91 (d, J=8. 5Hz, 2H), 8. 57 (d, J=5. 
5Hz, 1H) 
ttaVm (FD-MS, m/z) : 3 9 9 (M + ) 

{3- [ (6, 7-S^ h^'>-4-^'J;l/) y^-M 7x-^ 

*y > (1 8 1) 

4-*ao-6, 7-v^y U > (1 1 2mg) trfjflKS© 3 - k K 
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D+'W7xy> (2 9 7mg) *S£U 1 7 0^+1 O^IMffLfc^ 

1 H-NMR (CDC 1 3 . 90Mz) : 5 4. 04 (s, 3H), 4. 05 
(s, 3H). 6. 53 (d, J=5. 3Hz, 1H), 7. 34-7. 88 
(m, 11H), 8. 53 (d. J=5. 3Hz, 1 H) 

MbMFHI (FD-MS. m/z) :38 5 (M + ) 

mmm 129 c#%m) 

H&0J2 2^rt:4- h D -n-7*f-Jl/f->- 1 h + ->^;l/7x;-^ 
(1. 2 82 g) £rt!8£o a Q0 2-7o>OU?n'J K (3 9 2mg) *^noW 
A (5ml) CgjgU rUBS°D©t*X (MJ7x^X7>( » ><=7V*jl* 
(II) ^ d 'J K (8mg) £A*U 1 ltfHWELfco S£M£%£II»J2 3 

L*: 0 «ETffiKff£ttft^!ltt (6 6 2mg) ^fh7tKo77> (2ml) 
IzfeMtSit^ tK ( 5 m 1 ) t 6 N£tt*$tt (12ml) ^Sn^T 3 NfM^jI 
ILfco RJ6S^4&*Hft«l 2 3£E$©#&T'4a31U £H©ft£4&£2 1 
8mg, iR$3 9%t?^fco 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 5 6. 76 (dd, J = 
1. 2, 3. 1Hz, 1H), 6. 91 (d, J=8. 5Hz. 2 H) , 
7. 33 (d, J = 3. 1Hz. 1H), 7. 87 (d, J=8. 5Hz, 2 H) 
. 8. 06 (d. J=l. 2Hz, 1H), 10. 39 (s, 1 H) 

Kfi##Hi! (FD-MS, m/z) : 188 (M + ) 
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. 2-7 wOl- {4- [ (6, 7 -it* h*->-4 -*J D;U) 7i 

-M *9 J y (l 82) 
7;H/>maTF. HJfe^J12 9t:#^2-7o>i';L' 4-k Ko*->7x-;l/ 
y h> (2 0 5mg) d:4-i?y t°U v?> (1 4 6mg) £4-*>U 

>(5ml)^Anifl't«JfLfco H$fig$4-*DD-6, 

->+yj > (2 4 4mg) £fti;U 2 0NrKHn3KUB«ELfc o SJCfi^ft^l&ft^ 
h U ATK^i ^ n d*;I/AT?^®^ * n n *;bA/l£&7kflfi$-? 

^ *an*;kk/#»Jif-;|, (5/1) TgM-r*»S->U*yjU*n^hr 
^^-(c^ffSgU ^Jg©{b£$j£l 9 2mg. iK$4 796T?£fc 0 

1 H-NMR (CDClj, 500 MHz) : 6 4: 03 (s, 3H). 
4. 07 (s, 3H), 6. 63 (dd, J = l. 8, 3. 7Hz, 1 H) , 
6. 65 (d, J=5. 5Hz, 1 H) , 7. 28 (d, J=8. 5Hz, 2H) 
, 7. 32 (d, J=3. 7Hz, 1 H) , 7. 47 (s, 1 H) , 7. 48 
(s, 1H), 7. 73 (d, J = l. 8Hz, 1 H) , 8. 14 (d, J = 
9. 2Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 H) 
SHbttfHI (FD-MS, m/z) :3 7 5 (M + ) 

HWJl 3 1 (#%0J) 

TiiflRn a Q©-hoy^> (5ml) 4\ rUBSSOT-V-^ (54 lmg) £rfr 
fl5to n B 03-^f-;^>V-r;l/?oU K (7 7 3mg) <hrfJ|R,S©x27 > A 
(III)HJ7;l>;*-o,<*>*;U**-h (4 9mg) &;(J0*.x 6(racTlttiI 
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5mg, JR^5 6%T*'f§^o 
M$Wr#UFD-MS. m/z) :2 2 6 (M + ) 

mmm 132 (##pd 

4-t: Rn*->7x~;U 3 -> ?-JU7 x— ;U ?"h> 
(6 0 3m g) *^oa^> (3ml) IcfctfU tK#T1. OM**a> h 

gyo* F-^ooy^M (iimi) m.fctpmwitz 0 22^ 
imKj£«M*£ifefl 1 2 1 trnm^mr-mmi, *m<D<t&m*3 1 6m 

1 H-NMR (DMSO-dg , 5 0 0MHz) :52. 38 (s. 3 H) , 

6. 89 (d, J=8. 6Hz. 2H) , 7. 37-7. 47 (m, 4 H) . 

7. 65 (d, J=8. 6Hz, 2H), 10. 42 (s. 1 H) 
nmftVrfe (FD-MS, m/z) :212 (M + ) 

m&m 13 3 

{4- [(6, 7-S?y fr*->-4-*y U/U) 7x^} (3-^ 

f-;U7x-;U) y^y > (18 3) 

7->Hf>£BrF % fdfeffll 32T*^4-t Ko+>7x-Jb 3-y*;l/7 
x-;b ^rh> (307mg) i4-y>f-^7$ytfU^> (194mg) £ 
*^l/>(5ml) +^AnWi*lWLfc 0 lBMH*4-*'on-6. 7-S> 
^ h*i/+y«J> (32 4mg) fctniU 2 3Bfffl8ftlJIMi»Lfc KJ&tI£#l£ 
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m&m 122 1 mm>i5te?toM u zmoitsva* 2 62mg,c$45«-e 

1 H-NMR (CDClg, 500 MHz) : 6 2. 4 4 (s, 3H), 
4. 03 (s, 3H), 4. 06 (s, 3H) , 6. 66 (d, J=4. 9Hz, 
1H), 7. 27 (d, J = 8. 6Hz, 2 H) , 7. 38 (t. J = 7. 3H 
z, 1H), 7. 41 (d, J = 7. 3Hz, 1 H) , 7. 46 (s, 1 H) , 

7. 4 9 (s, 1H) , 7. 5 9 (d, J = 7. 3 Hz, 1 H) , 7. 6 4 (s, 
1H), 7. 93 (d, J = 8. 6Hz, 2H), 8. 57 (d, J=5. 5H 
z. 1H) 

MbMfrflt (FD-MS. m/z) :39 9 (M + ) 

Hifefll 13 4 OMWD 
4-fc Kp^'>7x^;1/ 4 -- h o7x^;b »h> 
^J60J2 2T-^4- h'J-n-rf-^f->-l -y h + 5 1 ^7*y-;l/ 
(1. 2 82g) <tmi5n D D04--KD<>y^;U^D'J K (5 5 7mg) 
dd*/UA (5 ml) fcigjffU OTSOk** (h'j7t-^*77-f » 

(II) *a>J K (8mg) *A*U 2 3«rlfflftI«iiB«EL^o Rl&fi^«5* 

fAT^Lfcc ttBETmKff£Hftfeni (1. 0 4 7 g) £^ bz> t K07 
5> (4ml) IcflNVS-lK Tic (5ml) &6NttK*fflft (1 5ml) *Jpi 
TllfelinllftiSffiLfco S^S^I^IUte0yi2 3i^©^T'«iSL. ^SO 
ffc&$l£3 9 8mg x iRsfc5 5%T*ffc 

^ H — NMR (DMSO-dg . 5 0 0MHz) : 56. 9 2 (d. J = 

8. 6Hz, 2H), 7. 69 (d, J=8. 6Hz, 2H) . 7. 89 (d. 
J = 8. 5Hz, 2H), 8. 36 (d, J=8. 5Hz, 2H), 10. 62 
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(S. 1H) 

KS#tfTfi! (FD-MS, m/z) :2 4 3 (M + ) 

mmmi 35 

{4- [ (6, 7-->V h*->-4-*V 7x-;b} C4-- 

hn7x-;l/) (18 4) 

t^3*>^t> nrnmi 3 4"e^/c4-t kd+->7x-^ 4--ho7 

^> (3 7 0mg) £ 4 - i>V *;U7 ^ t° 'J v> (2 (Ming) £ 
^i/U>(5ml)^Anifi«L^o lW4-^oo-6, 7-v> 
^ h + 'J > (3 4 Omg) £?JD;i. 2 3 l$P5J)a£&ftE L *:<, M^I?: 

iijfem 3 o tmm<Dij&T'mmu mm>\t^*2 3 8m g , jr^3 6%t 

1 H-NMR (CDClg, 5 0 0MHz) : 5 4. 03 (s, 3H), 

4. 07 (s, 3H). 6. 69 (d, J = 4. 9Hz, 1 H) , 7. 29 (d, 

J=8. 5Hz, 2H), 7. 44 (s, 1H), 7. 47 (s, 1H) , 

7. 93 (d, J=9. 2Hz, 2H), 7. 96 (d, J=8. 5Hz, 2 H) 
, 8. 37 (d, J=8. 5Hz, 2 H) , 8. 60 (d, J=5. 5Hz, 1 
H) 

5Cfi$ttfHii (FD-MS, m/z) :4 3 0 (M + ) 

HJfe0U3 6 m^w) 
4-bKo^->7x-;l/ 3. 4-yfl/>^->7x-Jl/ Yh> 

(1. 282 g) ir|JISa©f^o-D>r;l/^DU K (6 6 4mg) ^dd* 
(5ml) fcJWBU 7fJlRS©t*x (h'j7x-M^7 0) '<?VOA 
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(II) *oD K (8mg) £A*U 1 $M&iSM L tz 0 KJfr&££3£ll&0J2 3 

L^ 0 ^TimS£ifcft*:8fi (1. 030g) *fh7tKn77> 
(2ml) 7K (5m 1) £6N£&7jq§& (12ml) £;0n>LT 

io.5 ftf&immL l KJCftM^^ttfv 1 2 3 i iro©#ft-cjra u 

^g©{b£#l£2 1 2mg, JR^2 9%T**#*io 

X H-NMR (DMSO-dg , 5 0 0MHz) : £6. 15 (s, 2H), 
6. 8 8 (d, J =8. 6 Hz, 2H) , 7. 0 4 (d, J =7. 9 Hz, 1 H) 
.7. 2 1 (d, J = l. 2 Hz, 1H) . 7. 2 4 (d d, J = l. 8. 7. 
9Hz, 1H), 7. 62 (d, J=9. 2Hz, 2 H) , 10. 34 (s, 1 
H) 

JUBMrtt (FD-MS, m/z) :24 2 (M + ) 
HJfe0.ll 3 7 

U-[(6, 7-^n^'>-4-^;'J^) tt'>] 7x^} (3, 4 
-^fl/>-m'>7x^l/) (18 5) 

l^>m>>7x-^ >!rh> (2 0 2mg) £4-i?*?-)lT i J £V i?> 
(112mg) £*i/U> (2ml) +^AftM«MW*Lfco lB#Ra&4-? 
od-6, 7-^^ h + *>+y U> (18 7mg) £;ta;ix 2 0 ftRatJO&jgafc L 

/^o s^ig^i^iufe^ji 2 4 tmmo^mvfsmu &&<o<t&yi£ 135m 

gx JR«8%-e*#fc 0 

1 H-NMR (CDClg . 5 0 0MHz) : <5 4. 0 4 (s. 3H) , 
4. 06 (s. 3H), 6. 09 (s, 2H) , 6. 64 (d. J=4. 9Hz, 
1H), 6. 89 (d, J = 7. 9Hz, 1H), 7. 2 6 (d, J = 8. 5H 



WO 97/17329 



13 0 



PCT/JP96/03229 



z, 2H) , 7. 3 8 (d, J=l. 8Hz, 1H) , 7. 4 1 (dd, J = 
1. 8, 7. 9 Hz, 1H) , 7. 4 6 (s, 1 H) , 7. 4 9 (s, 1 H) , 
7. 88 (d, J=8. 5Hz, 2H) , 8. 57 (d. J=4. 9Hz, 1 H) 
Sffi#tfHI (FD-MS, m/z) :4 2 9 (M + ) 

Xttfll 1 3 8 

3-h'j7;l/tn^f^7x.=.;b 4-n4'>7x-;l/ h > 
iUflRS©- hoy (10ml) tk rp|Ra©7-V-;U (1. 0 8 1 g) 
£mfl£n D D®3- (MJ 7 >U*oyf-;lO ^>'/>f;^o'J K (2. 0 8 6 g) £ 
rtJigao^ >yr;Uh*>7A (III) h 'J 7;M"ciy 7>x;l/**- h (6 2 0mg) 
*JlDx.x 6 0«CfcTllft«#Lfco ^^^H»J1 2 0 <fc|HM£©#&T'M 
IU mm<D4t&®lt:7 1 9mg N JR^2 6%T'?§^o 

1 H-NMR (CDClg, 5 0 0MHz) : <5 3. 9 1 (s, 3 H) , 

6. 9 9 (d, J =9. 2 Hz, 2H) . 7. 6 0-7. 6 4 (m, 1 H) , 

7. 8 0-7. 8 3 (m, 1H) , 7. 8 2 (d, J =8. 5 Hz, 2 H) , 
7. 9 3-7. 9 4 (m, 1 H) , 8. 0 1 (s, 1 H) 

SC*#tff<B (FD-MS, m/z) : 28 0 (M + ) 

$mW 13 9 (##M> 
3-h'J7;l/tP^f^7x^ 4-bKo ; l 1 '>7x-;b »h> 

^Jfeflll 38-?&fc3-M7;l/*o;<^;U7x-^ 4-* h + i/7x-^ 
(657mg) £N. N — ! JJ s f-Jl*frJll<T i K (35ml) fci£#U 
*h»J *Af-;J-y h+->K (4 1 lml) Ztia^ TJl<3>%.mTlft®m?M5i 

mttLo Kj&m&mzmmm 3 tm®<D*&-emmL> $mvit&®$:4 5 4 
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H-NMR (CDClg, 500 MHz) :<55. 8 5 (s, 1H), 
6. 94 (d, J=9. 2Hz, 2H), 7. 62 (t, J = 7. 3Hz, 1 H) 
, 7. 78 (d, J=9. 2Hz, 2 H) , 7. 83 (d, 3=7. 3Hz, 1 
H) , 7. 93 (d, J=7. 3Hz, 1H), 8. 01 (s, 1 H) 



mm 40 

(3-MJ7;l/tpyf;l/7x^;l/) {4- [(6. 7 - -/^ h4-->- 4 -4- 
7 UJtQ 7x_;l/} >^y>(186) 

tKo*i/7x-;U ^rh> (4 32mg) i4-^oo-6, 7-2/ h^r's 
*J U > (3 6 3mg) *J?ifl/>/'j3-A/i?yf;l/x-f;b (10ml) 
fciWISHK l 6 0*C+1 lBtP^Jn^S^L^o fi^«R^«*ISftl«ll**^ h 

^ (5/1) TBiB^S»SS/U^y^^o-7-h/57-f-^J:t)IS8S!U 
Olt&tilZ 2 0 4 m iRs£2 8 %^fz 0 

1 H-NMR (CDClg, 5 00MHz) : 6 4. 0 3 (s, 3 H) , 
4. 07 (s, 3H) , 6, 69 (d, J = 4. 9Hz, 1 H) , 7. 3 0 (d, 
J=9. 2Hz. 2H). 7. 47 (s, 2H) , 7. 66 (t, J = 7. 9H 
z. 1H), 7. 87 (d. 3=7. 9Hz, 1 H) . 7. 92 (d, J=9. 
2Hz, 2H). 8. 00 (d, 3 = 7. 9Hz, 1 H) . 8. 08 (s. 1 H) 
, 8. 60 (d. J=4. 9Hz. 1 H) 

«*#$r<t (FD-MS. m/z) :45 3 (M + ) 
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rfJIRfiO-hny*;/ (5ml) rfJBSn°©7- V-;U (0. 5ml) tfii 
HRS0 5/^da,+^>/;;UjJC— ;U^d >J K (0. 6 3ml) irfjIRSO'f ?t-;I/ 
tr*A(III) h'j7;l/toy^>x;b*^-h (2 8 8mg) 6 0°Ctc 

tsid&ifclcss* h y ->A7K^<i:«afn^7KT^L/zo ftTKaa** h y ^at 

X H-NMR (CDClg, 500 MHz) : <5 1 . 21-1. 8 8 (m, 
10H). 3. 19-3. 25 (m, 1 H) , 3. 87 (s, 3 H) , 6. 93 
(d, J=9. 2Hz, 2H), 7. 94 (d, J=9. 2Hz, 2H) 
KS&fHt (FAB-MS, m/z) :2 19 (M + +l) 

mmm 4 2 . mmn 

4-i/t?w\*i/)l,ii)\,tf-)l- 1 -fc \?u*i/<>*f> 
HJfeflll 4 lTifc4-^^n^i/;l/*^l/5K-^- 1 h + i/'O-tf > 
(5 1 7mg) £N, N-S^y 1-)l*JlJ*Ti K (2 0ml) lcjgft?L> ^* HJ 
VJ***/ h*i/h* (5 3 8mg) ^tlD^ T^^>SU!tETl B^fgjJQ&jS&fcLfco 

4 8 7mg > iRSfJ9 3%^fc 
1 H-NMR (CDClg , 5 0 0MHz) : 51. 23-1. 88 (m, 
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10H), 3. 19-3. 25 (m. 1 H) , 6. 06 (brs, 1 H) , 
6. 89 (d, J = 8. 6Hz. 2 H) , 7. 90 (d. J=8. 6Hz, 1 H) 
SCfi##HI (FD-MS, m/z) :2 0 4 (M + ) 

HJS0J14 3 

4-i/9B^*i/)U])ltf—)l-l- [(6, 7-<J* 4 J V )V) 

^>-tf> (18 7) 

rhymer, mmmi42r'nt:4-i/^n^i/Mji^-ji-i-t 

Kn*S"<>-t?> (2 7 3mg) £4-?va- 6, 7 - v>V h + ^+y 'J > 
(lOOmg) fc^xf-l/V^ya-^yf^x-f-Jl/ (0. 2ml) 
SiK 1 6 0 W3 05MHWLfc o »W^(lf*lttIflai**^ h U 

1 H-NMR (CDClg , 500MHz) : 5 1. '2 1-1. 93 (m, 
10H), 3. 24-3. 29 (m, 1H), 4. 03 (s, 3H), 4. 06 
(s. 3H), 6. 60 (d. J=5. 5Hz, 1 H) , 7. 24 (d. J = 
8. 5 Hz, 2H) , 7. 45 (s, 1 H) . 7. 4 7 (s, 1 H) , 8. 0 5 
(d. J = 8. 5Hz, 2H), 8. 55 (d, J = 5. 5Hz, 1 H) 
It^I(FD-MS, m/z) :392 (M + +l) 

fS*60!114 4 (M%m> 

ftfR8><D-ha/?> (10ml) 4MfflRS©7-7-;l' (1. 0 8 1 g) 
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<tmfiSD D n 02- (h *)7Mn/ f ;10 K>7>OU*dU K (2. 0 8 6 g) t 
rUiSn^O^ ^xJl/t*^A(III) h 'J *>x;U**- h (6 2 0mg) 

£fl]*x 6 0^fcT6B#EHi#Lfco ^fi£4S^*£*no*;l,A-e#@^ 
* o □ * ;u A Ji£&7KBft&^ *> * A L fcSL «JEET^i®* L T^^ 

ssi l% mmmt&mz 1 . 4 0 2 g . JR* 5 .0 KT»fc 0 

1 H-NMR (CDClg, 500 MHz) : <5 3. 88 (s, 3H) , 

6. 93 (d, J=9. 2Hz, 2 H) , 7. 3 7-7. 3 9 (m, 1H), 7. 

6 0-7. 6 3 (m, 2 H) , 7. 7 5 (d, J = 9. 2 Hz, 2 H) , 7. 7 
3-7. 7 8 (m, 1H) 

9M&Vm (FD-MS, m/z) : 2 8 0 (M + ) 

KGMM14 5 (##M) 
2-h'J7MnyWx^l/ 4-bKo^'>7x-;l> Vh> 
HJfeMl 4 4-e^2- h U7^oyf-;U7x-Jb 4-^ ^'>7x-Jb 
^rh> (1. 4 0 2 g) £N, N- : Jt?Jl*)l>J*7i K (15ml) KjgflSU 
*MJ«7Af-*;< h*5/K (8 7 7mg) «HiU T fr*>fMT Am&toMM 

Otitic Kmm&mzmkm3 z t&m<Dij&?$!mu mmcDit&mz 

1. 0 5 0 gs JR^7 9%T'^ 0 
1 H-NMR (CDClg, 500 MHz) : £ 5. 88 (s, 1H), 

6. 87 (d, J=8. 5Hz, 2H), 7. 3 7-7. 38 (m. 1 H) , 

7. 58-7. 6 3 (m, 2H) . 7. 7 1 (d, J=9. 2Hz, 2 H) , 7. 

7 6-7. 7 8 (m, 1H) 

SIS#ffl£ (FD-MS. m/z) :266 (M + ) 
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mmm 1 a 6 

(2- h 'j7;M-oy f;l/7x-;b) {4- [(6, 7-^^->-4-^ 
yjAQ 7x-;l/} ^^7>(3 5) 

7^^>»«Tx 5U6W14 5THfc2-h'J7;l/*Dyf-;i,7x-;l/ 4- 
k Kn + 5/7x-;b >rh> (9 5 9mg) i4-y7f;b7; ; f'J i?> (4 
8 4mg) **->l/> (7ml) 4>^AftMS*8!# L fc 0 ll$M»4-*un 
-6, 7-S>y h*->*yy> (8 0 5mg) fcjjo^ 1 Bfedn^iiM L /c e Rfc 
&&4fe££ffifll 3 0 tmmolj&T'tmL *B©<k^tt*8 9 9 m g, JRsp 

5 5 96-C»fco 

1 H-NMR (CDC l g , 500 MHz) : 6 A. 01 (s, 3H), 
4. 0 6 (s, 3H) , 6, 6 7 (d, J =5. 5 Hz, 1 H) , 7. 2 2 (d, 
J = 9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 4 2-7. 44 (m, 1 
H) , 7. 45. (s. 1H), 7. 62-7. 68 (m. 2H) , 7. 8 0- 
7. 81 (m, 1H), 7. 87 (d. J=8. 6Hz, 2 H) , 8. 58 (d, 
J = 5. 5Hz, 1H) 

WBWHKFD-MS. m/z) : 4 5 3 (M + ) 

1 4 7 

4-n~yf-;U7xJi;P 4-y h^->7x^ yh> 
miEfiO-huy^> (10ml) <k rf?H£n n n©7-V-;U (1. 08 lg) 
£rfflRS«D4- (n-y^;U) 'O^^oiJ K (1. 9 6 7 g) irUISS© 
-f yr\fl/tf«>A(III) hU7^a|-a^^>x^*^-h (62 0mg) *Jn^ 

6 0 < CfcT6ftR3«#Lfco KiSS^fcfSJfcffll 2 0 i^O^ST'MSLx 
£S©fb&&£8 6 3mg. JR^3 2%T?*ffc 0 

1 H-NMR (CDC1 0 , 500MHz) : 6 0. 95 (t. J = 7. 3H 
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z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2 H) . 1. 64 (q 

uint, J = 7. 3Hz, 2H), 2. 69 (t, J=7. 3Hz, 2 H) , 

3. 8 9 (s, 3H) . 6. 9 6 (d, J =9. 2H z, 2 H) , 7. 2 7 (d, 

J = 8. 6Hz, 2H), 7. 69 (d, J =8. 6Hz, 2H), 7. 82 

(d, J=9. 2Hz, 2H) 

HtfkfflftOM. (FD — MS, m/z) :2 6 8 (M + ) 



mmm 1 4 8 

HJfe^Jl 4 7T^4-ri-y^;U7x-;b 4-n + ->7x-;b ^rh> 
(8 6 3mg) £N, N-i?yfM^A7; K (5 0ml) Id&PU U 
VI*** t h + i/K (56 3mg) £Sn;U 7;l/^>Sl«ET7 ^Jn^il^L^o 

3*9 6%T'^ 0 

1 H-NMR (CDClj, 500 MHz) : <5 0. 95 (t, J = 7. 3H 
z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2H), 1. 64 

(septet, J = 7. 3Hz, 2H), 2. 69 (t, J=7. 9Hz. 
2H), 6. 35 (s, 1H), 6. 92 (d, J=8. 5. 2 H) , 7. 28 

(d, J = 7. 9 Hz, 2H) , 7. 6 9 (d, J =8. 6 Hz, 2H) , 
7. 77 (d. J=8. 5Hz, 2H) 

Efi##HS (FD — MS, m/z) :2 5 4 (M + ) 
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(4-n-^7x-;i/) {4- [(6, i-vt h*->-4-*/ U;u) 
a-*;/) 7x_;i} y > (4 0) 

7;U^>m«ET> HJg^Jl 4 8tT^^4-n-y^;U7x-;b 4-fcKo* 
•>7i-;b y h> (7 2 7mg) <b4-^oo-6, 7 - : J / h* *>*y"J > 

(6 3 9mg) ^yxfuv^'jn-^^^^x-f^ (10ml) Jc&8?£ 

tu 1 8 0*0*1 ommmm&WLifco mm.&®*mti&mi- v u ^y^mrn 

1 H-NMR (CDClg , 5 0 0MHz) : <5 0. 9 5 (t, J =7. 
3Hz, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz. 2H), 1. 62 
-1. 6 8 (m, 2H) . 2. 7 1 (t, J =7. 3 Hz, 2 H) , 4. 0 4 

(s, 3H), 4. 07 (s, 3H), 6. 65 (d, J=4. 9Hz, 1 H) , 
7. 2 6 (d, J = 8. 5 Hz, 2H), 7. 3 1 (d, J = 7. 9Hz, 2H) 
. 7. 4 6 (s, 1H) , 7. 4 9 (s. 1 H) , 7. 7 6 (d, J =7. 9H 
z, 2H) , 7. 9 2 (d, J =8. 5 Hz, 2 H) , 8. 5 8 (d, J = 
5. 5Hz, 1H) 

SC*5ftffl£ (FD-MS, m/z) :44 0 (M + -l) 
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jbmiso 

« Q ©-Fo^> (5ml) ifrflRS©7-V--/l> (5 4 lmg) irf? 
BSS03-7;l/^-DOy^;U^a«J K (7 9 3mg) t^Sh<DXij > A 
(III) h'j7;l/tDy^>7M^-h (49mg) £fla;U 60°CICT3BP B 1 

®g|-r 5 > 'J # * a -7 h 7 7 >r - t) *f 5¥ L . ^fiO<b#«J* 5 8 5m 

MbMffit (FAB-MS. m/z) :23 1 (M + +l) 

fUfe0ll5 1 (###!) 

5 0tr^3 -7;l/tn7x^Jl/ 4-> h + ->7x-;l/ >r h > 
(5 8 0mg) ^dd^> (5ml) fc&a?U *#T1. 0M^o>h 
'J7*n; K-^DP^>M (23ml) £Jn*.. MS*3%m^L^ 0 R 

smmznmmi 2 1 &im®$&?««u ss©fl:£«-4 0 2mg, jr 

X H-NMR (DMSO-dg . 5 0 0MHz) : <5 6. 91 (d, J = 
8. 5 Hz. 2H) . 7. 4 4-7. 49 (m. 3H). 7. 57-7. 61 
(m. 1H). 7. 68 (d, J=8. 5Hz. 2H). 10. 51 (b r s. 
1H) 

®fi##H£ (FAB-MS. m/z) :217 (M + +l) 
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H»H5 2 

{4- CC6. h^->-4-t;'J;l/) t^->] 7x-;b} (3-7 

Mo7x-;l/) >^y> (17 6) 

TJU'sfSMTF* $mWl 5 lTHfc4-t Kp + ->7x-;b 3-7;U^o 
7x-;l/ >rh> (37 3mg) £ 4 - it* *)17 i J t'U it> (232mg) 
£*->Ix> (5ml) 4^Aft£fi*!l#Lfco 3W4-^dd-6, 7- 
U > (3 8 6mg) £iD;i> 2 1 tflHJMWlME L fco SlSS^te 

7-fe h >-eg§80gL ^ n n^;l,ATJg§it--5 U *y;l/^D7 h ? 4 -\z 
mtt un^JlA/im^m (5/1) T?iWi«JWi->y*y 
Jl? v?h?77 1 -K£*)m$lL ^g©>ffc£#l£4 8 4mg. JK^7 0%T* 
fcfco 

1 H-NMR (CDC lg . 500 MHz) .6 4. 04 (s, 3H), 
4. 0 7 (s, 3H) , 6. 6 7 (d, J = 4. 9 Hz, 1 H) . 7. 2 8 (d, 
J =7. 9 Hz, 2H) , 7. 3 1-7. 3 3 (m, 1 H) , 7. 4 6 (s, 
1H) , 7. 4 7 (s, 1H) , 7. 4 8-7. 5 3 (m, 2 H) , 7. 5 9~ 
7. 61 (m, 1H), 7. 93 (d, J = 8. 6Hz, 2H), 8. 59 (d, 
J = 5. 5Hz. 1H) 
SMbWHfi (FD-MS, m/z) :40 3 (M + ) 

MfcW 15 3 

N- {4- [ (6, 7- ! J/ Hr«>-4-*J-'/'j.=JlO 7^-;U> 
-N' - (2-> h^i/7^~;U) »>U7 (1 1 3) 
6. 7-?y h*->-4- (4-7$;7x;*>') (l 0 Omg) 
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£h;Ux> (10ml) CfflUNMLfctk 2-/ h + ->7x-MV>77- 

h (o. 3 6mi) *jn;u 40£r$mmmmitz o fm&&£&. mm*** 

o*;UA/^y-;k (1 0 0/1) s K> (5/1) 

-eM^f £ > »; # y )l ii =7 A * o v h 7 7 -r - ic J; t> ffi£! L N ^jiOft^S- 
112mg, JR*7 5XTf»fco 

1 H-NMR (DMSO-dg , 500 MHz) :<53. 90 (s, 3H), 
3. 98 (s, 3H), 3. 99 (s, 3H), 6. 90 (t, J=7. 9Hz, 
1H), 6. 96 (t, J=7. 9Hz, 1 H) , 7. 03 (t, J=7. 9H 
z, 1H) , 7. 2 3 (d, J =9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 
7. 55 (d, J = 9. 2Hz, 2H), 7. 57 (s, 1 H) , 8. 15 (d, 
J = 7. 9Hz, 1H), 8. 25 (s, 1 H) , 8. 55 (s, 1 H) . 
9. 4 4 (s, 1H) 

®fi##rfit (FD-MS, m/z) :4 4 6 (M + ) 

Hife^l5 4 

N- {4- [ (6. 7-S?y h**^— fr^-VJ-AQ 7x^} 
-N' - (3-/ h^->7x-;l/) (1 1 4) 

6, r*f-4- (4-7;;7x; + >» *^V*'J > (1 0 Omg) 

£h;Ux> (10ml) lcira&fcj|¥Lfc&> 3-^ h + y7x^KVi/7t- 

h (o. 3 6mi) «»jn^ 40A®tom&miKo mmzwik&.&mtta 

u*s)\,A/*9;-Jl (1 0 0/1) s &V*-e*OD*;UA/7-te h> (5/1) 

31mg, JRs£2 1%"C&fc 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 5 3. 74 (s, 3 H) . 
3. 98 (s, 3H). 3. 99 (s, 3H) , 6. 56 (d, J*=7. 9Hz, 
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1H) . 6. 9 6 (d, J = 7. 9 Hz. 1 H) . 7. 15-7. 2 5 (m. 
4H), 7. 38 (s. 1H), 7. 53-7. 60 (m, 3H), 8. 55 
(s, 1H), 8. 76 (s, 1H), 8. 81 (s. 1 H) 
li^KFD-MS, m/z) :44 6 (M + ) 

^Sfe^J 15 5 

N— {4- [ (6, 7-*J/ Y*j/-4-*±yy)-)\,) 7x_;U} 
-N' - (4-y h^'>7x-A) t)\s7 (99) 

6, h*i/-4- (4-7 5 J 7x; + >» > (8 lmg) 

£h;l/x> (5ml) fciraH&«^Lfc8U 4-^ h*i/7xiMV'>7t-h 
(0. 2 9ml) £fln;U 4 0 &IBMinJIMB* L fc c flr& L U bfr 

x>T**L*HO<k^*6 Omg^ JK^4 9%Tl§^o 

1 H-NMR (CDClg, 500 MHz) :53. 79 (s, 3H), 
4. 06 (s, 3H), 4. 07 (s, 3 H) . 6. 48 (s, 1 H) , 
6. 64 (s, 1H), 6. 91 (d, J=9. 2Hz, 2H), 7. 20 (d, 
J = 8. 6Hz, 2H), 7. 27 (d, J=8. 6Hz, 2H), 7. 32 
(s, 1H), 7. 47 (d, J=9. 2Hz, 2H), 7. 55 (s, 1 H) , 
8. 60 (s, 1H) 

Kfi&tfrfit (FAB -MS, m/z) :447 (M + +l) 

mmmi 5 6 

N- (4- C (6, h*»>-4-*:*-»/'J-^) 
-N' - (2-7;^P7x~;l/) 3U7 (116) 

6, 7-^y h**>-4- (4-7^7x;*-» QOOmg) 
£h;Ui> (10ml) iztiafmmiti&s 2-7**n7*iMV'^7t- 
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h (0. 3 0ml) Ztia?L. AOftr$tia®&ffiltz 0 fftflLfcfltt&WRU r 

1 H-NMR (DMSO-dg , 5 0 0MHz) .63. 98 (s. 3 H) , 
3. 9 9 (s. 3H) , 7. 0 0-7. 0 4 (m, 1 H) , 7. 13-7. 17 
(m, 1H) . 7. 2 3-7. 2 7 (m, 3 H) , 7. 3 9 (s, 1 H) , 
7. 5 4-7. 5 7 (m, 3H), 8. 10-8. 2 0 (m. 1 H) , 8. 5 5 
(s, 1H) , 8. 65 (s, 1H) , 9. 26 (s, 1 H) 
©S#tFHi (FD-MS, m/z) :434 (M + ) 

2Ufe0J15 7 

N— {4- [ (6, 7-?V r^S/^-fr^/U-;!/) 7x-M 
-N / -n-yf;l/-7l/7 (2 2 0) 

■6. - 7 -it* h*->-4- (4-7^7x; + v/) **VV > (1 0 Omg) 
£h;Ux> (10ml) ICjDf»»»L^ n 7 ->7*— h 

(0. 29ml) £fa;U 4 0#fiatjn&SffiL*:o SI^^dd 
*Jl&/T*h> (5/1) T'Jg§§-r^*>'J^y;U/75A^n^h^57>f-lC 

1 H-NMR (DMSO-dg , 500MHz) : <J0. 90 (t, J = 

7. 3Hz, 3H), 1. 28-1. 46 (m, 4H), 3. 09 (q, J = 
6. 7Hz. 2H), 3. 97 (s, 3H), 3. 99 (s, 3 H) , 6. 23 
(brs, 1H), 7. 14 (d, J=9. 2Hz, 2H) . 7. 37 (s, 1 

H) . 7. 47 (d. J=9. 2Hz, 2H) , 7. 55 (s, 1H), 

8. 53 (s. 1H) . 8. 58 (brs. 1H) 
KMAttm (FD-MS. m/z) :396 (M + ) 
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N- {4- [ (6, h*->-4 -*J 7 - 

(4- t e r t -/fJl/7x^) a;MMr-fr$ K (2 1 3) 
6, h + >- 4 - (4-7;;7x^-» +yj> (5 4mg) <fc 

$SSd d d O 4 - t e r t - y f ( 1 0 2 m g ) £N, N-vM^;U*;U 

A7?K(3ml)i:^Lfct, l-xf-;U-3- (3' - s J**hT%J-f 
ot°;U) KiSBMS (1 0 6mg) £flo*.^ ^fi(CT6^flffl»^Lfc 

HK5«»l5 1i^«©*ftlw«fcoTll«U iS©{b^2 9ra g> iR^ 
3 5%TH^o 

^ H — NMR (CDClg, 90 MHz) : 5 1. 36 (s, 9H) , 
4. 05 (s, 3H), 4. 08 (s, 3H), 6. 48 (d, J=5. 3Hz. 
1H) , 7. 1-8. 1 (m, 1 1H) , 8. 4 9 (d. J = 5. 3 Hz, 1 H) 

WS#tff<i (FD-MS, m/z) :456 (M + ) 

mfe0H5 9 

N— {4- [(6. 7-^n^'>-4-^; i J;l/) 7x.-Jl} -N 

-y *;t/- (4 - t -yf-;U7^-;b) K (15 6) 

mzWl 58T'^b*i^N- {4- C (6, 7-^h^>-4-+;'i^) 
7i-;W - (4- t -y^;U7x-;U) K (lOOmg) 

£N, N-yy^**A7; K (3ml) lc&j|?Lrt:SU TK^ft^HJ^A 
(lOmg) £flDX.s OricTl^li^L^ a^k^f-^ (31mg) £ 
ta*$&fc3#FM#L*:o ldfeM5 1tHtl0Jimc<fcoT^S(U £®<Dft 
^48mg, Um4 6%X-nt:o 

1 H-NMR (CDC 1 3 , 9 OMHz) : 6 1. 2 8 (s, 9 H) . 
3. 54 (s. 3H) , 4. 04 (s, 3H) . 4. 05 (s, 3H) , 
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6. 3 2 (d. J =5. 3 Hz, 1 H) , 7. 0-7. 3 (m, 8 H) , 

7. 42 (s, 1H), 7. 5 0 (s, 1H) . 8. 4 7 (d, J =5. 3 Hz. 
1H) 

M£*rffi (FD-MS, m/z) :4 7 0 (M + ) 

N- (4-t-Zf?-Jl7*-)l) - {4- [ (6, 1- : J* h*->-4-*y 
U;U) **y/] tultfl-Vi K (155) 

4- (6, 7->M Y*f-4-*rJ U;U) (5 4mg) irf: 

BSS©4- tert -7*\rt/7— U > (1 0 2 m g) £N, N - *J * *)1>*J\,A 
Ti K (3ml) \zfeMLti'&, l-x^;U-3- (3' -V **)IT UzTu 
b°;tO fjfrtfV'f.Z Ym&m. (10 6mg) mU^T GtifffiMftLtz'ik^ 

mmm5 1 tmmommzz^xmmi. ii©^^2 9m g , ^35% 

1 H-NMR (CDClg. 90MHz) : 6 1 . 34 (s, 9 H) , 
4. 03 (s, 3H), 4. 06 (s, 3H) , 6. 57 (d, J=5. 3Hz, 
1H), 7. 2-8. 1 (m, 11H), 8. 55 (d. J=5. 3Hz, 1 H) 

®fi#tfHI (FD-MS, m/z) :456 (M + ) 

I&60I16 1 (M^m 
2- (6, h*is-4-*; U^) -2- (4-^o^7x-;l/) 7 

miS©4-ya*7x-;bT-fe h-h (4. 3 g) £h)l^> (1 0ml) 
tt§jJ?U OtK&ffc&TtffcSU Ttmti-hVvA (1. 0 g) ^ta^so'c 
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(2. 2g) ttaiismutit** te&mmz-wcmtoLizo mymm 

+ h 'JOATW^ &&£®£U M*^**>/»Kx^^ (2/1) T 

8 5 Omg N iR^2 2%-d#fc 0 
1 H-NMR (CDC 1 3 , 9 OMHz) : 5 3. 6 6 (s, 3 H) , 

3. 80 (s, 3H), 5. 40 (s, 1 H) , 6. 74 (s, 1 H) , 6. 9 
-7. 4 (m, 6H), 8. 54 (d, J = 4. 6Hz, 1 H) 

M£tfftt(FD-MS, m/z) :38 2 (M + ) , 3 8 4 (M + + 2) 

fllfe0>J 16 2 (#%0>J) 
6, l-V* V*i/-A- (4-^D^7x^Mfil/) *y D > 
HJfeWl 6 lTiiS>ttrt:2- (6, 7-v?^ r*2/-4-*y U AO -2- 
(4-yot7i-;b) T-feh-hUyb (8 5 0mg) £6 0%M?*?£& (5 
ml) i:#il¥Ll^Difi^> *<hT>^-T7k©Ao^glcai^'o % 

*U afc**no>M>A/^y--;U (100/1) T-mmtZ's*) ijffrii 
5A^ovh^57>f-lc«fct)^SiL^ iiO|b^2 6 0mg, 4X^3 3% 

X H-NMR (CDClg , 9 OMHz) : 6 3. 90 (s, 3H) , 

4. 0 2 (s, 3H) , 4. 3 1 (s. 2H) . 6. 9-7. 5 (m, 7H) , 
8. 63 (d, J=4. 4Hz, 1 H) 

K*$3*H£ (FD-MS, m/z) :3 5 7 (M + ) . 3 5 9 (M + + 2) 
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mmmi6 3 (mm 

6, 7-v?n^'>-4- (4 - h 'J -n-^f;bX^~t7x^l/y =f-Jl) 

T)H>%m%T. mmmiG2T~'&Z>fttz6, 7-^^->-4- (4- 
yo*7x~;l/yf;b) *V U > (2 5 Omg) £f- h5 t Ko7?> (4ml) 

(0. 3ml) ^TLl^«^Lfco fh^t Fd75> (1ml) 
lc^jgL^{bh'J-n-yf-;UxX^TU - 7 8 < CT2^li^L^o 7k 

i^t>/»itif;i/ (3/i) ■egian->^^7A^D-7b/7 

7^-lc«fct)MS{L. ^JS®tt£$f£8 5mg. JR^2 2%T^^ 0 

1 H-NMR (CDC 1 3 , 9 0MHz) : 6 0. 7-1. 6 (m, 2 7 H) , 
3. 88 (s, 3H) , 4. 02 (s, 3H) , 4. 3 4 (s. 2H) , 7. 0 
-7. 5 (m, 7H), 8. 63 (d, J=4. 6Hz, 1 H) 

mmmi 6 4 

(4- [(6, 7-?^ h*->-4-*V 'J;1Q >?-;U3 7x~;U} (4-t 
-y^;U7^_;U) (16 2) 

HJ60J1 6 2T-£fcttrt:6, 7-v>^h + v/-4- (4 - HJ -n-7f-;U7. 
^_t7x^Mf;b) +y'J> (8 2mg) N rUI&©4- t-y^l/^r/V-f 
Md'JK (3 1mg) t** (F'j7x-ax7>f» 

7A (II) ?n'J K£?oo*;UA (3ml) JnafcBSfETx 1 5B#Rg 

ft* y tAMm-emiK mmm* h * a^^u§&£@£u sat 

*^*1J->/imx*-;l> (2/1) •CSgg-rsmii^nvh^^^-icJ;*)!* 
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X H-NMR (CDCl r 90 MHz) .6 1. 3 6 (s, 9H), 
3. 91 (s, 3H), 4. 03 (s, 3H), 4. 45 (s, 2 H) , 7. 0 
-7. 9 (m, 11H), 8. 66 (d, J=4. 4Hz, 1 H) 
Wfi##rfil (FAB — MS, m/z) :4 4 0 (M + +l) 

HMU6 5 

N- (4-7;^o7x-;l/) -N' - {4- [ (6> 7-->V h*->-4- 

*y;^) t^i/] 7x_jh f-^-^uy (20 3) 

6, h*->-4- ■ (4-T5 7 7i; + <» >J > (1 0 Omg) 

£h;Ux> (10ml) izmmmmiti^ 4-7Mn7x^WV<>7 
*- h (5 2mg) *Jn;U 2 4IM(lnftBffil*:. ttK£ff£U 

(i 0 0/1) -e®§81-*v'y #y;U#7A?o-7 h?*7 
7>f-|c«fct)iltKU SSO{b^^3 2mgN iR$2 1%T^ 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 63. 9 3 (s, 3 H) , 
3. 95 (s, 3H), 6. 50 (d, J = 4. 9Hz. 1H), 7. 15- 
7. 2 5 (m, 4H) , 7. 4 0 (S, 1 H) , 7. 4 7-7. 5 0 (m, 3 H) 
. 7. 59 (d, J=8. 6Hz, 2H). 8. 50 (d, J=5. 5Hz, 
1H), 9. 80 (brs, 1 H) , 9. 84 (brs, 1 H) 

Kft£MfHt (FAB— MS, m/z) :4 5 0 (M + +l) 

HWJ16 6 

1- (4-7^o7xz;P) -2-i/7y-3- {4- [ (6. 7-v?y S 
4-S/-4— fry ij;!,) 7x-;H yy-Vy (2 0 4) 

^fl&flll 6 5T?§e>ttfcN- (4-7Wo7x^) -N' - {4- [ (6. 
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h + ->-4- + y 'J 40 7x-;M ^*«7l/7 (3 3mg) ^ 

n^+z/M fr#*M i K (3 1mg) > j&i&fiCD vM V fu t'Jl^Jl 
Tl^^mtif-i^y (10ml) KtimLiU CCKTHF (1ml) 
Lfc^Tf-S K (1 6mg) £Jra*M&T'-IJfeit# L fc B i«K*»*U £8£ 
^doWa/^;-^ (i o 0/1) ■ejgg§-9 u -5 > , ;^y , ;u^7 5A^D-7 h 
/^7>f-lcJ;*)ffU!lU ^®®ffc£$l£3 4mg, JRsp 9 9 KTffcfco 
1 H-NMR (CDClg, 90 MHz) : (5 4. 03 (s, 3H), 
4. 05 (s, 3H), 6. 50 (d, J = 5. 1Hz. 1 H) , 6. 8~ 

7. 6 (m, lOH), 8. 52 (d, J = 5. 3Hz, 1 H) 
JUbWNt (FD-MS. m/z) :45 7 (M + ) 

IS«s0J16 7 

N- (2-7;l/ta7x^l/) -N' - {4-. [(6, 7-^h^->-4- 
*VU;b) ^*»7U7 (2 0 5) 

6, 7-^ h^->-4- (4-7;/7x; + '» +/'J> (lOOmg) 
£h;Ux> (10ml) icftii&jg L 2-7Mo7x-;I/W;'>7 

(o. 0 5mi) *jp^ 2mmmmLLtz 0 mmzmiku mm 

9un*)\,A/J?J-Jl, (10 0/1) •eS§§-9 u 4v/ | J^y;U*7A^ovh 

X H-NMR (CDC 1 3 , 9 0MHz) : 5 4. 0 3 (s, 3 H) , 
4. 0 5 (s. 3H) . 6. 5 3 (d. J = 5. 3 Hz, 1 H) , 7. 1~ 

8. 0 (m. 10H), 8. 53 (d, J = 5. 1Hz. 1 H) 
nmAVm (FAB-MS. m/z) :450 (M + +l) 



WO 97/17329 



PCT/JP96/03229 



149 

mmmies 

1- (2-7;l/tD7x-;b) -2-y7y-3 - {4- [ (6, 1-V* b 
*i/-4-*JV)V) 7 ?7- f Jy (2 0 6) 

%mmi 6 7T'^btlfcN- (2-7Wo7x-Jl/) — N' - {4- [ (6, 
7-v>V h*->-4-*/ >J;b) 7x-;l/} ^^U7 (4 2mg) , 

*J 9 s9w\**yA,ijA,tf ! J4 I K (3 7mg) N teill©^V^Dk^xf ^ 
7S >££{t>f-U> (1 0ml) ICfcjglfco CCKTHF (1ml) (Cfgjg 

L^->7^$ k (2 0mg) £mzmi&T'--mmLtz 0 mm^^u mm* 

>?uu*)\,J*/i9 J-)\, (10 0/1) TZWtot&sVii'fb'hvWu'* h 

1 H-NMR (CDC 1 3 , 90MHz) : 5 4. 0 4 (s, 3H) , 
4. 0 6 (s, 3H) , 6. 5 3 (d. J =5. 3 Hz, 1 H) , 7. 1~ 
7. 6 (m, 10H), 8. 4 7 (d, J=5. 3Hz, 1 H) 

K*£tFflI (FD-MS, m/z) : 45 7 (M + ) 

01*60116 9 

N— (2-;* h^->7x-;t/) -N / - {4- [ (6, 1-?/ h*->-4- 
ty^) tt'>] 7x-M f-*frU7 (2 0 7) 

6. 7-i^y h*5/-4- (4-7S/7*y*i/) *yj> (lOOmg) 
*hJl,x> (10ml) izmfmmit:^ 2-/ b*i/7 x.-Jlf'** V f7 
*-b (0. 0 5ml) fcJniU 2 4ftrM&»aKLfco fci££®£U 

^doua/^;-;!/ (loo/i) •esBa-fs^'My^^TA^D^h 

£ffi<Z>ft£«5£7 8mg N Wm5 0%-entz o 
1 H-NMR (CDC lg . 9 0MHz) :6 3. 8 6 (s, 3H) , 
4. 04 (s, 3H). 4. 05 (s, 3H) , 6. 52 (d. J=5. 3Hz, 
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1H), 6. 9-8. 1 (m, 10H), 8. 52 (d, J=5. 1Hz, 1 H) 
KS##rfil (FAB-MS, m/z) :4 62 (M + +l) 

N- (2->f^7x^) -N' - {4- [ (6, l-'J* h**>-4-* 
yj;U) **vQ 7x-ib) f-*frU7-(2 0 9) 

6, 7-^h*->-4- (4-7$y7x;*-» *;'J> (80mg) * 
h;Ux> (10ml) iM(iL^ 2 -y^^xi^f-** V5/7*- 
h (0. 0 4ml) ^Jn^ 24«rHHlD««*Lfco EFHfcMiU ^fl££*n 
a*;bA/y*y-;l> (1 0 0/1) TUflfl'f'S : s x )ii¥ foil 7^^D7 
7>f-{c<k»5fl5SlU M<Z>fc£tt*3 1ii^ JK^2 6%T#jto 

1 H-NMR (CDClg, 9 0MHz) : 5 2. 3 8 (s, 3 H) . 
4. 0 3 (s, 3H) . 4. 0 4 (s, 3 H) , 6. 5 0 (d, J =5. 3 Hz. 
1H), 7. 1-7. 8 (m, 10H), 8. 50 (d, J = 5. 3Hz, 1 H) 

KS##Ha (FD-MS, m/z) :44 5 (M + ) 

^l»U7 1 

N- -N' - (4- [ (6. h*'>-4-* 

y 'j 7x>;i/} ?-*frU7 (2 1 1) 

6, 7-5?y H + (4-7^ y + *y U > (8 lmg) £ 

HUx> (10ml) \zmmmiiz'&. 3-S *)17 V : sT*- 

h (o. 0 4.mi)«iD^ i5$mmimmifc imzQ&LSMztv 

u*)\,u/**j^)\, (1 0 0/1) -eg&§t£ >"J W*7A^d7 
X H-NMR (CDC lg . 9 0MHz) : 5 2. 4 0 (s, 3H) , 
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4. 03 (s, 3H), 4. 05 (s. 3H), 6. 52 (d, J=5. 1Hz, 
1H), 7. 1-7. 8 (m, 10H). 8. 51 (d, J=5. 3Hz, 1 H) 
Ii^i(FD-MS, m/z) :4 4 5 (M + ) 



sum 72 

1- (2-yf-;U7x^;U) -2— >77-3- (4- [ (6, 

is-4-jf.y y jp j-j-i/-] 7x^;i/} yr— : Jy (210) 

£J6«I1 7 fcftfcN- (2-yf-;U7x-^) -N' - {4- [ (6. 
h + ->-4- + y U;W 7x-M ft")U7 (24mg) , 

•;^D^i/;WjH^; K (4 5mg) > mmm<0'J>( vzfn t°Jl^ji 
7\y*fflC**\s> (7ml) K®Mltz 0 CCCTHF (1ml) lc«fj»L 
tz>7±i K (28mg) *jDiSflT-ft!Wi L fc„ *«&£S*U £S2££? 
on*;i/A/y (l 0 0/1) -eSBBI - * *> 'J -hf^-h? a? ov 

774-fcJ;!)f|i!IU mm<D<t&®Zl 8mg. iR$7 6%T'^o 

1 H-NMR (CDClg, 500 MHz) :5 2. 36 (s, 3H) , 
4. 0 3 (s, 3H). 4. 04 (s, 3H) , 6. 46 (d, J=5. 5Hz, 
1H) , 7. 3 0-7. 4 5 (m, 9H) , 7. 5 0 (s, 1 H) , 8. 4 9 

(d, J = 4. 9Hz. 1H) 

MHMJHt (FD-MS. m/z) :45 3 (M + ) 



HHW17 3 

1 - (3-/*Jl7±-)l) -2-->7y-3- {4- [ (6, 

•>-4-t;»j^) *-*s/3 7j--M yr—*J> (2 12) 
$mwi 7 l-e^btifcN- U-yf-^x-dO -N' - {4- [ (6. 

7-5M h + ->-4-+>"J^) **S/] 7x-;W f-**U7 (18mg) N 
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yy^o^+i/^;l/t'yV ; K (3 5mg) ^ fck&g© Vfu t°J^^-Jl 
Ti>£mt/1-ls> (6ml) lcmmLiz 0 ::i:THF (1ml) \ztmt 
iii/T+i K (2 3mg) ^M^WmV—^StW L fc 0 &&£SiU Kit** 
□ o*W^;-^ (1 0 0/1) ?aHti>"iW*7A^n7h/ 

^ H-NMR (CDClg, 500 MHz) : 6 2. 38 (s, 3H). 
4. 03 (s, 3H), 4. 04 (s. 3H), 6. 48 (d, J=5. 5Hz, 
1H) , 7. 10-7. 4 5 (m, 9 H) , 7. 5 1 (s, 1 H) , 8. 4 8 

(d, J=5. 5Hz, 1H) 

MbMJftt (FD-MS. m/z) :4 5 3 (M + ) 

mmmi i a 

4-^fc Kd»v/7x-;I/ 3-MJ7;l/tDtt->7i^ h > (#%fll) 
HM0J2 2"e*|fc4- MJ-n-y^f-v-l-^ h + yy^7x;-;l. 
(1. 3g) £lfJ|RB<0 4- (h'J7Wo^*i/)^>'/'f^ . ^□dK> 
V^^oUK (6 7 4mg) ^?oo^A (5ml) IcJ&HU rfTKSi©b* 
x (h>j7x-M^7>r » A^i^^A (I I) ?d'J K (8mg) £A*U 

(2. Og) ^fh7tKo77> (4ml) IcjgjSSiK 7k (5ml) <h6N 
&Wm%L (15ml) ^MT8^SILfco RJEfi£«J**£* nn*j|, 

-IciOWIU &j®©<t£«5£2. 1 glfc. 
H*£flrli (FD-MS. m/z) :2 8 2 (M + ) 
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l^fife^J 17 5 

(4-h'j7^ton^->7x-;l/) {4- [(6, 7-^F^'>-4- 
*J 7i^} Jy (2 8 4) 

HifeMl 1 7trHfc4-k Fo + y7x--il/ 3 - h 'J7;^Dt+->7i- 
)\s >rb> (5 8 1mg) £ffiflRS©4 5 try >>> (2 7 7mg) 
£*->U> (2 0ml) ^AtU 7;l/^>^TIS«Lfco H$fSltft4- 
?no-6, 7-*?y h + WJ> (4 6 0mg) £Jn;U 2 4 i^ffiftDNmdfE 

no * ;u A i/7AT^ L fc 0 «ffT»«®£fc# £ tifcK 

^Dvh^7-f-ic«kt)||«^ % lK^Dn*;^/iHlxfA (5/1) T- 
MM" SS* i/ 'J a W * a -7 h ^7 7 -f - ic «fc D ft $5! U M©ft£$F£ 
4 7 Omg, ]R$4 9%Ti§/V 

X H-NMR (CDC 1 g, 500MHz) : 6 4. 03 (s, 3H), 
4. 07 (s, 3H), 6. 66 (d, J=4. 5Hz, 1 H) , 7. 28 (d, 
J = 8. 5 Hz. 2H) . 7. 3 5 (d, J =8. 7 Hz. 2 H) , 7. 4 6 

(s. 1H), 7. 47 (s, 1H), 7. 89 (d, J=8. 5Hz, 2H), 
7. 92 (d, J=9. 2Hz. 2H) . 8. 59 (d. J=4. 5Hz, 1 H) 

K£#tfiHI (FD-MS, m/z) :46 9 (M + ) 

4-^ h»^7x-;l/ 4-3-K7x-;l/ frh>(#%ftj) 
rfJB£n° n £>- ho/ * > (1 0ml) *k TfJRflOT-V-A' (1. 0 8 g) <!: 
ifiIEa©4-3- KK>»/-f^ o y K (2. 67g) £rfJfl5,S0>f ? r-AfcT* 
A (I I I) M7-M-o;**>x***-h (6 2 0mg) *tn;U 6 O'Clc 
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^722mg, JR*S2 19tf"T?*§fc 0 
MBMff* (FD-MS. m/z) :3 3 8 (M + ) 

WIW17.7 

4-bKo^>/7x^ 4-3- K7x-;U y h > (##flj) 
HttW119-eifc4-y h + i/7x-Jb 4-3 - F'7x_;b >r h > 
(722mg)^-^DD^> (2 0ml) fc&A?U *#T1. 0MsKo> 
HJ7o* F-^od^>M (9ml) *JD;U IfiWLfco lftft 

ft&#l£3 8 Omg. JR$5 5%T'^ G 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<5 6. 8 9 (d. J = 
8. 6Hz, 2H), 7. 44 (d, J=8. 5Hz, 2H), 7. 65 (d, 
J =8. 6 Hz. 2H) , 7. 9 2 (d, J = 8. 5 Hz, 2 H) , 10. 4 7 
(s, 1H) 

M£#?tt (FAB-MS. m/z) :3 2 5 (M + +l) 
HJ6M17 8 

(4-C(6. 7-^yh^'>-4-4; i J^)^'>] 7x-M (4-3 
- K7x-;l/) > (2 8 5) 
7*:/>JIBn\ WIW12 0Tllfc4-t Ko*^7xiJb 4-3- K7 
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yh> (3 8 0mg) t 4 - : J * f-;U7 S / f 'J v> (15 8mg) £ 
*->l/>(llml)^Anifi'mffLfc 0 2^r B 1^4-^no-6, 7- 
>^ h**>*y U > (2 6 2mg) £fln;U 1 IfetaflftjfiflE L fc c £JM£#l£fi$ 

^^-icfc&ttfflk J|lc^no*;UA/ffHlif-^ (5/1) TJg^tS 
SWS"J*y;l/*n^ h**574 -KiOfllSIU mm<D4t&®}*4 5 9mg. 

X H-NMR (CDC 1 3> 5 0 0MHz) : <5 4. 0 3 (s. 3 H) , 
4. 07 (s, 3H) , 6. 66 (d, J = 4. 9Hz, 1 H) , 7. 2 7 (d. 
J=7. 6Hz, 2H), 7. 46 (s, 1H), 7. 47 (s. 1H), 
7. 54 (d. J=8. 6Hz, 2H), 7. 88 (d, J = 7. 9Hz, 2H) 
. 7. 90 (d, J=8. 6Hz, 2H) , 8. 58 (d, J=5. 5Hz, 1 
H) 

»S^«fH (FD-MS, m/z) : 5 1 1 (M + ) 
**W17 9 

4-y h*'>7x-;U 4-yp^7x^;l/ frh>(##fll) 
rfJBSn°p©-hDy ^> (10ml) <k miRn D D07-y~;U (1. 0 8 g) t 
rfjfiRS0 4-7n^>y-Ol/*oy K (2. 2 0 g) ctr^S®^ y -r;bt: £ 
A (I I I) MJ7;M-a;<*>x;U**- h (6 2 0mg) 6 0*Cic 

Tiftat^Lfco R&m&mzTktt ^DD^Aiti 
^^sea*-* -> u ay^* 5 a * n 7 h r 5 7 ? * - t> fits u sso<t 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 89 (s, 3H) , 6. 
97 (d. J = 8. 6Hz, 2H), 7. 62 (d, J = l. 8Hz, 2 H) , 

7. 62 (d, J = l. 8Hz, 2H), 7. 80 (d, J=9. 2Hz, 2 H) 
ffS^tfrfit (FD-MS, m/z) : 2 9 0 (M + ) , 2 9 2 (M + + 2) 

fl«S0]18O 

»J122t'i/:4-y h + <>7x-;l/ 4 -yot7x^ h > 
(1. 65g) ^^^noy^> (20ml) l:g»U tK^TI. 0M*'o> 
MJ7n5 K-^oo^>»ft (2 3ml) £JP*. X M+«»Lfc 0 lft 

*m^r***-ATie*U «ET«K**»#&nfcH**^ ^*-*>/# 
3 4 g. JR^8 

1 H-NMR (DMSO-dg, 5 0 0MHz) :86. 9 0 (d, J = 

8. 5Hz, 2H), 7. 61 (d, J=8. 5Hz, 2H), 7. 66 (d, 
J = 8. 6Hz, 2H). 7. 74 (d, J=8. 5Hz, 2H), 10. 46 
(b r s, 1H) 

®S#tffltt (FD-MS, m/z) :2 7 6 (M + ) , 2 7 8 (M + + 2) 

{4- [(6, 7-v?y h^'>-4-^; 'J;l/) ^->3 7x.z;b} (4-7 
at7xz^) (2 8 6) 

7;^>m«ET> H*feWl2 3T^4-tKa + S/7*-;U 4-70*7 
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X -;U ^rh>(l. 182g) ±4-i?J 1-JlT i S t°<) i?> (5 7 3mg) 
£*i/l/> (3 7ml) <P^AtlW.r&*ffiftLtz 0 3 0^t4-^nn-6, 7 
-v>y h + ->+y D > (9 5 4mg) £t!0;^ lML&gafclfco 
ffiQ&m&ni- h 'J 7 A7k^<b 9 o o*;UAT#ii&. * n o*;UAJi£&7K 

n*;UA/#Kx*;U (5/1) TM«3WI->';/7y^nThr5 7-f- 
iCkDft^U £H©*b£8l*l. 5 7 4 g. iR^7 9%T?#^o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<5 4. 05 (s, 3H), 
4. 06 (s, 3H), 6. 66 (d, J = 4. 9Hz, 1 H) , 7. 27 (d, 
J = 8. 6Hz, 2H), 7. 46 (s, 1 H) . 7. 47 (s, 1 H) , 
7. 65 (d, J=7. 9Hz. 2 H) . 7. 70 (d. J = 8. 5Hz, 2 H) 
, 7. 90 (d, J=8. 6Hz, 2 H) , 8. 58 (d, J=5. 5Hz, 1 
H) 

©S£tfr*t (FD-MS, m/z) :4 6 3 (M + ) , 46 5 (M + + 2) 
18 2 

(4- [ (6, .7-2* h*->-4-*7 VJl>) y*-Jl>] [4- 

(N-y^l/bX^y) 7xr.;U] (2 8 7) 

x-;U yh> (2 3 2mg) £h;l/x> (5ml) 4^AtU M^rfTBSS,© N 

(61mg) x *MJ7A t-yh + «>K (67mg), 
h*x (HJ7x-;M-,X7<r » /<7^<)A (I I)^n'JK(7mg) fcfln*. 

i o ot+ 1 7mmt& tfzo K&&£®*:$mmti- h >; 7A7Ki§fc£ 
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EETtm%£&&S>tl-Mm*. ?an*jll>//?;-Jl (10/1) TBM 

*■ bumis y ijfji? n -7 h 7 -ic «t k> mm u mm<D4t&QB& 5 3 m g, 

1 H-NMR (CDC 1 3 . 500 MHz) : <5 2. 37 (s, 3 H) , 
2. 58 (t, J=5. 5Hz, 4H). 3. 41 (t. J=5. 5Hz, 4 H) 
, 4. 0 4 (s, 3H) , 4. 0 6 (s, 3 H) , 6. 6 3 (d, J =4. 9H 
z, 1H) , 6. 9 2 (d. J =9. 2 Hz, 2 H) , 7. 2 5 (d, J = 
8. 5Hz, 2H) , 7. 45 (s, 1 H) , 7. 51 (s, 1 H) , 7. 81 

(d, J = 8. 5Hz, 2H), 7. 87 (d, J=8. 6Hz, 2 H) , 
8. 56 (d, J=4. 9Hz, 1 H) 

SCStftfHi (FD-MS, m/z) :4 8 3 (M + ) 

HWU8 3 

{4- [ (6, h*is-4-*J W [4— 

;^'j;7x^] (2 8 8) 

(2 3 2mg) ^h;Ui> (5ml) cf^AtU MKiUi&iS©^ 
(5 2mg) x ^h'JtfA t-^h + ^K (6 7mg) % (HJ 
7x-;U*X7 4 » /n°5^7A (I I) ?o'J K (7mg) *Jn*fc8U 
1 0 S^M^^tain^b^ h 'J -)A*»«^Da^ 

*a»&tifc»*^ *on*;UA/#&x*-;l, (5/1) T'SRitSiiS^U 
1 H-NMR (CDC1 „, 5 0 0MHz) : 83. 34 (t, J = 4. 9H 
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z, 4H), 3. 8 8 (t, J = 4. 9Hz, 4H), 4. 04 (s, 3H), 
4. 07 (s, 3H), 6. 64 (d, J = 5. 5Hz, 1 H) , 6. 92 (d, 
J = 9. 2Hz, 2H). 7. 26 (d, J = 7. 3 H z, 2H) , 7. 83 
(d, J =9. 2 Hz, 2H) , 7. 8 7 (d, J =8. 5 Hz. 2 H) , 
8. 56 (d, J = 5. 5Hz, 1 H) , 7. 49 (s, 1 H) , 7. 51 (s. 
1H) 

MbWHtCFD-MS. m/z) :47 0 (M + ) 
XH0918 4 

{4- [(6, h^->-4-^; U^) t^->] 7x^;l/} [4-k* 

o'J^7x^3 ^^y> (2 8 9) 

T;bD->^Ts ft»Jl 2 3-e*§*:4- k h'o*'>7i-^ 4-7o€r:7 
x^Jb ^rh> (2 3 2mg) £Mbx> (5ml) tf^Att* HKmB&n n n© b° 
D'Ji;> (4 3mg) , *M;-7A t-yh*->K (6 7mgK k*X (HJ 
7i_;^X7-f » /<7^"> A (I I) *o«J K (7m g) £an*.rt:& N 1 0 
0 W 1 IWW Lfco •RJS8£«£iSfd£<b*- h *J ATk^i * a n *;UAT 

^□□*;l/A/ftixf;b (5/1) TJgBi-f *iiJIi/ >J *y 
;^o7h/77^H:<t^S!U ii©lb^4 5mg, iR^2 0%T'^ 

^ H — NMR (CDC 1 3 . 5 0 0MHz) : 62. 05-2. 08 (m, 4 
H) , 3. 38-3. 41 (m, 4H), 4. 04 (s, 3H) , 4. 06 (s. 
3H) , 6. 57 (d, J = 9. 2Hz. 2H) , 6. 62 (d. J=4. 9H 
z, 1H), 7. 24 (d. J=8. 6Hz, 2H) . 7. 45 (s, 1 H) , 
7. 5 2 (s, 1H) , 7. 8 2 (d, J =9. 2 Hz. 2H) . 7. 8 4 (d, 



WO 97/17329 



16 0 



PCT/JP96/03229 



J = 8. 5Hz, 2H), 8. 55 (d, J = 4. 9Hz, 1 H) 
»£*H6(FD-MS. m/z) :4 5 4 (M + ) 

18 5 

14- [(6, 7-^^ h^->-4-^;'J^) t^->] 7x-;l/} [4-h' 
^'J^7 7x-;l/] (2 9 0) 

x^;U yh> (2 32mg) £h;bx> (5ml) 4^A*U HKrfjRS© fcf 
! Jy (5 lmg) , th'j7A t -7 K (6 7mg) . fc'x ( HJ 
7xzM^7>( » a'7^7A (II) ^D'JK(7mgj Zmx.tz.'&^ 
1 0 0WlBfelf#Lfco KJ6ii^«B*iaft^b^ h U ^ATk^i^ ddW 

±&»&ftfcg5S^ *oo*;bA/ffc&x^jU (5/1)- T?SH1-«?iH'>U 
#y;U*n-?h?'7 74-K<fc!)*fS!(U £S®>fb£#I&7 5mg s JR*3 296 

-em** 

1 H-NMR (CDC1 3> 5 0 0MHz) : 6 1. 68 (br s, 6 H) , 
3. 3 8-3. 3 9 (m. 4H) , 4. 0 4 (s, 3H) , 4. 0 6 (s, 3H) 
, 6. 63 (d, J=4. 9Hz, 1 H) , 6. 89 (d, J=8. 6Hz, 
2H) , 7. 25 (d, J=8. 5Hz, 2H) , 7. 4 5 (s, 1 H) , 
7. 52 (s, 1H), 7. 80 (d, J=9. 2Hz, 2H), 7. 86 (d. 
J = 8. 6Hz, 2H), 8. 56 (d. J=4. 9Hz, 1 H) 

M£fflS(FD-MS, m/z) :4 68 (M + ) 
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mmm 1 8 6 

N- (2-y h*->- 4 -If? *■=.;!/) -N' - {4- [ (6, 7 — >V h4- 
S/-4— fryjflO ;Mr*>] 7^-^} 7U7 (2 2 2) 

6. 7-^ r*->-4^ (4-7;;7x;^-» U > (5 2mg) £ 
h;l/x> (5m 1) IcRiBU h 'J xf-;U7 i > (1ml) ZlNZ-tz'ik^ b 'J 7 
*X>»r> (52mg) £](JD;i> 2»KIJDi»a«ELfco SJt^(c2-^ h**>-4 
-If7*-;U7 5 > (1 0 3mg) SrflO/U 1 3M$WM8Mlfco fcfomzfe 
KtK^^" h 'J ^A^cjgtt^Jn^ i»xf-;UT2lHiaiaLfc**IW*iWl*I 

o*W7-lrh> (10/1) "T?SHt5'>'J*W7A^n7h/77-f 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 6 7 (s, 3H) , 
4. 0 0 (s, 3H) , 4. 0 4 (s, 3H) , 6. 4 4 (d, J =5. 5 Hz, 
1H). 6. 86 (d, J = 8. 5Hz, 1H), 7. 10 (d. J=8. 6H 
z, 2H), 7. 21-7. 37 (m. 4H), 7. 43 (s, 1 H) , 
7. 5 3-7. 5 9 (m, 5 H) , 7. 7 9 (s. 1 H) , 8. 4 1 (s, 1 H) 
. 8. 48 (d, J=4. 9Hz, 1 H) . 8. 53 (d, J=2. 4Hz, 
1H) 

M£fflg(FD-MS, m/z) :52 1 (M + ) 
H&0118 7 

N- (2. 6-^V7 , Db , ;l/7x-^) — N / - {4- [(6, l-'J/h 

U;l/) 7x-;l>} frl/7 (223) 

6. 1-?* h*S/-4- (4-7;;7x; + i/) *y U > (5 4mg) £ 
h;Ux> (5ml) IcSSU HJxf-;W7$> (1ml) %tiQx.t:'& > M 7 
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(5 3mg) £JJDX.> 8^lfflaP*WB*Lfco Kfcttfc2. 
a t';U7-'J > (0. 0 5ml) *Jn^ 1 5#raflDJ!MBfclfco S^tc^ 

*;UA/7-t?h> (10/1) -eJl^-r^v'^^^^A^D^h^^^^- 
Iwi^milU «i©ftfift*6 9mg, flap 7 6%T^ e 

X H-NMR (CDC 1 g. 5 0 0MHz) : <5 1 . 2 6 (ra, 12H) , 
3. 39 (m, 2H), 4. 03 (s, 3H), 4. 04 (s, 3 H) , 
6. 09 (brs, 1H), 6. 28 (brs, 1 H) , 6. 42 (d, J = 
5. 5Hz, 1H), 7. 08 (d, J=8. 5Hz, 2 H) , 7. 26 (m, 
1H) , 7. 2 9-7. 4 0 (m, 5H) , 7. 5 3 (s, 1 H) , 8. 4 6 
(d, J = 4. 9Hz. 1H) 

. JM£*Nt (FD-MS, m/z) :4 9 9 (M + ) 
^8fe0J18 8 

N— (2-^ao-4-- h Q7x-;l/) -N / - {4- [ (6, h 
^s/) 7x-;b} frU7 (2 2 4) 

6, 7-^n + i/-4- (4-7;;7i; + -» *>"J > (1 0 4mg) 
£h;l,x> (10ml) CflO&?£A?L*:gU 2-?oo-4--hD7x-M 
V'>7*-h (15 0mg) fcJoiU 1 OtfPsWftilMlfco tfrtii LTc*fafc&i| 

ioo%r#fco 

1 H-NMR (DMSO-dg. 50 0MHz) : 5 3. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 6 (d, J =5. 5 Hz, 1H) , 7. 2 4 (d, 
J -9. 2 Hz. 2H) , 7. 3 8 (s, 1 H) , 7. 5 1 (s. 1 H) , 7. 
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62 (d, J = 8. 6Hz, 2H), 8. 23 (m, 1 H) . 8. 35 (m, 
1H), 8. 46 (d, J=5. 5Hz, 1 H) , 8. 57 (m. 1 H) . 
8. 84 (brs, 1 H) , 9. 8 5 (b r s, 1 H) 
n&Vm (F D -MS, m/z) : 4 9 4 (M + ) ,4 9 6 (M + + 2) 

mmm 1 8 9 

N- (3-?pp-2 -y K->7x^) -N' - {4- [ (6, 7- : Jt 

h^v/-4-^y u;u) ** ! A y*-M vur (2 2 5) 

6, i-'J/ h**>-4- (4-7i;7i; + y) +7 'J > (5 8mg) £ 
(5ml) \ztiQ?&®mLtz'&, 3-^oD-2-^ + ->7i-MV 
*>7*-h (0. 1ml) £/jn;U 2 2 ftfflMAtfE L fz 0 8**^dd*^ 
/7*h> (10/1) Tjg^t-5^'J*y^5A^n-7h^5 7^-JC«|;0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 7 3 (s, 3 H) , 
4. 02 (s, 3H), 4. 05 (s, 3H) , 6. 47 (d, J=5. 5Hz, 
1H) , 7. 0 1-7. '0 6 (m, 2 H) , 7. 1 5 (d, J =8. 5 Hz, 
2H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 5 7 (s, 1H), 7. 8 1 (s, 1 H) . 8. 16-8. 19 (m, 2H) 
. 8. 50 (d, J=5. 5Hz, 1 H) 

MS^fil(FD-MS, m/z) :479 (M + ) , 48 1 (M + + 2) 

gfttill 9 0 

N- (2-?nn-6-y *Jl>y x-;IQ -N / - {4- [ (6, 7-if/ b 
^■>-4-^'J;l/) 7x-;l/} frU7 (2 2 6) 

6. 7-i?/ h**>-4- (4-7;;7x; + '» *>"J > (5 2mg) £ 
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h;Ujc> (5ml) fcJnJ»»*?LfcilL 2-^no-6-^;l/7x-MVy 

(o. imi) &jniu 1 1 ftffimimmuzo ^tr^tzm^m 

#U h;l/i>T-z5fe^-r^Cilc«fc«9^S©{b^^6 lmgx 4%X'U 

1 H-NMR (DMSO-d g, 500 MHz) : 6 2. 2 8 (s, 3H). 
3. 94 (s, 3H), 3. 94 (s. 3 H) , 6. 43 (d, J=4. 9Hz, 
1H) , 7. 1 8 (d, J =9. 2 Hz. 2 H) , 7. 2 0-7. 3 6 (m, 3 
H) , 7. 38 (s, 1H), 7. 52 (s, 1H), 7. 59 (d, J=9. 
2Hz, 2H), 7. 98 (s, 1 H) . 8. 45 (d, J=5. 5Hz, 1 H) 
, 9. 03 (s, 1H) 

KS##rtt (FD-MS, m/z) :4 6 3 (M + ) , 46 5 (M + + 2) 

mmmi 9 1 

N- (3-»op-6-^ ^->7x-i) — N' - {4- [ (6, 

U;U) 7x>^} ftU7 (2 2 7) 

6, 7-^b + ->-4 - (4-7;;7x; + -» *y U > (52mg) £ 
(5ml) \zmm&liz&> 3-^o-6-n + ^7x;KV 
*7*-h (1 1 lmg) ZtiajL, 2 9^K*nlfeiSMLfeo Hi^^DD^jl/A 
/7th> (10/1) "eJgg|^-S^U*y^^'7A^D^h/77>f-{CJ;t) 
£SI©>fb£$j£ 8 4mg> 0 0%T'^ o 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 6 0 (s. 3 H) . 
3. 99 (s, 3H) f 4. 05 (s, 3H) , 6. 46 (d, J=4. 9Hz, 
1H) , 6. 6 9 (d, J =8. 5 Hz. 1 H) . 6. 9 0 (m. 1 H) , 
7. 11 (d, J=9. 2Hz, 2H) . 7. 42 (s. 1 H) . 7. 53 (d. 
J=8. 5Hz. 2H) , 7. 58 (s. 1 H) , 7. 82 (s. 1 H) , 
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8. 3 2 (m, 1H) , 8. 4 8 (d, J = 5. 5 Hz, 1 H) , 8. 5 2 (s, 
1H) 

(FD-MS, m/z) :4 7 9 (M + ) , 481 (M + + 2) 

mmm 192 

N- (4 pd-3 ho7x-;b) -N' - {4- [ (6, 7->M h 
^i/-4-^yj^) **>Q 7x-;b) fruy (2 2 8) 

6, 7-'^ h*->-4- (4-T;;7x; + -» +y 'J> (52mg) * 
h;Ui> (5ml) ICiJD^I^L^^ 4 - * a □ - 3 h a 7 *— )V4 V v/ 
7*-h (2 2 4mg) £J)D*.. 8#F H W&g^L/c 0 flrtfiLT£fcliSi£i»K 
U bJl^>r'mfrtZZtlc£iomm<D<t&® : $:l 2 5mg, iK§£7 5 9tf"^» 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3 H) , 
3. 95 (s, 3H). 6. 46 (d, J = 4. 9Hz, 1 H) . 7. 21 (d, 
J =8. 5 Hz, 2H) , 7. 3 8 (s, 1H) , 7. 5 1 (s, 1 H) , 
7. 6 0 (d, J=8. 5Hz, 2H) , 7. 65 (s, 1 H) , 7. 67 (s, 
1H) , 8. 3 1 (s, 1H) , 8. 4 6 (d, J =4. 9Hz, 1 H) , 
9. 0 1 (s, 1H) . 9. 2 7 (s, 1H) 

Kfi#$ffli (FD-MS, m/z) :4 6 3 (M + ) . 4 6 5 (M + + 2) 

mrnm 193 

N- (2, 4-^no7x-;l/) — N' - {4- [ (6, l-'J* h**>- 
4-*yj;b) 7x-;l/} frU7 (2 2 9) 

6. 7-$>y h + i/-4- (4-7i;7x; + '» *>"J> (53mg)«: 
hJUx> (5ml) iciDffe^ffPLA:^ 2, 4-^^d7x-;Kv.> 7 ^- 
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h (i i5mg) *jn;u 2 0^mmfmmitz o Vr&iTZtzmghZtimL 

r^x>Tft£*SC£fcJ;&M<D<fc£&£7 4mg. JR*8 5%7?»fc 0 

1 H-NMR (DMSO-dg, 500 MHz) :«53. 94 (s, 3H), 
3. 95 (s. 3H), 6. 45 (d, J = 4. 9Hz, 1 H) , 7. 22 (d, 
J = 8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 40 (m, 1 H) , 7. 

5 1 (s, 1H) , 7. 5 9 (d, J = 9. 2 Hz. 2 H) , 7. 6 2 (m, 1 
H) , 8. 21 (d, J = 9. 2Hz, 1 H) , 8. 40 (s, 1 H) , 8. 4 

6 (d, J=5. 5Hz, 1H), 9. 56 (s, 1 H) 
MbMfrtt (FD-MS, m/z) :4 8 3 (M + ) 

H»>J19 4 

N — (2, 6-^no7x^l/) -N' - {4- [ (6, l- : Jt b*i/~ 
4-* J 'J )V) 7x-;b} (2 3 0) 

6. 7-v>V h + ^-4- (4-7^7x7 + ^) *V'J > (5 2mg) £ 
(5ml) icJttfcJ^LfcSk 2. 6-^oD7xiMvm- 
h (12 5mg) Ztiax., 12^ifflaP«ljB«ELfco tFrtB ltlfc^ra$:ftKL> 
h ;bx >T^1" 5 C t K X 0 8 1 m g . JR* 9 6 %^fz 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 94 (s, 3 H) , 
3. 94 (s, 3H), 6. 43 (d, J=5. 5Hz. 1 H) . 7. 14- 
7. 20 (m, 2H) , 7. 32 (dd, J=7. 9. 7. 9Hz, 1 H) , 
7. 3 8 (s, 1H) , 7. 5 1-7. 5 4 (m, 3H) , 7. 6 0 (d, J = 
9. 2Hz, 2H) . 8. 23 (s, 1 H) , 8. 45 (d. J=5. 5Hz, 
1H) . 9. 09 (s. 1H) 

K*£0r<I (FD-MS. m/z) : 48 3 (M + ) 
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N- {4- [ (6, 7-v^ Y* : ;-A-*J 7 x-M - 

N' - [1- x^;U] frU7 (2 3 1) 

6, 7->7K->-4- (4-7;;7x; + y) U > (5 4mg) £ 
hJlJ^> (5ml) (CJnm^L^ 1- (l-^7f-;U) xf-;U>r7->7* 

-mo. 0 5mi) s-j&d;^ looMmimmitio ^^do^a/ 

7-t?h> (10/1) TJg^t--S^'J^y;U^7A^D^h^5 7^-{Cj;«9^ 

^H-NMR (DMSO-dg, 5 0 0MHz) :<5 1. 5 5 (d, J = 

6. 7Hz, 3H), 3. 93 (s, 3 H) , 3. 94 (s, 3 H) , 4. 62 
(m. 1H), 6. 39 (d, J=4. 9Hz, 1 H) , 6. 79 (s, 1 H) , 

7. 11 (d, J=9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 49- 
7. 5 8 (m, 7H) , 7. 8 3 (m, 1 H) , 7. 9 4 (m, 1 H) , 8. 1 
7 (m, 1H) , 8. 42 (d, J=5. 5Hz, 1 H) , 8. 5 2 (s, 1 H) 

Kfi#tfrjl (FD-MS. m/z) :4 9 3 (M + ) 

HWJ19 6 

N— (2-n-yWx^l/) — N / - {4- [ (6, 1- : J* h*->-4 
-*/U;U) ftt/7 (2 3 2) 

6, 7-v?^ h*5/-4- (4-7;;7x; + «» *>"J > (11 9mg) 
£h;l,x> (12ml) IcBftU MJxf-;l/7 5> (2. 4ml) &tQz.tz'& 
h*)7*x>f> (13 3mg) Zm*.^ 2%fmiM3MLtL mMLK2-n- 
W7x-A7;> (0. 1 3ml) Zijaz* 1 0#raMfcB2ifcLrt:o 
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£?on*;UA/7-fe h> (4/1) ~CWzMi~& ~s x )ii>f Jlii 7i»?o7F/7 
7-f -ICkOfSMU MmoitSVnZ 1 3 0mg> JR$69%T#^o 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 50. 92 (t, J = 
7. 5Hz, 3H), 1. 32-1. 40 (m, 2 H) . 1. 50-1. 57 
(m. 2H) , 2. 5 9 (t, J =8. 9 Hz. 2 H) , 3. 9 3 (s. 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 6. 9 8- 

7. 0 2 (m, 1H) , 7. 12-7. 1 7 (m, 2 H) , 7. 1 9 (d, J = 

8. 9Hz, 2H), 7. 51 (s, 1 H) , 7. 58 (s, 1 H) , 7. 59 
(d, J = 8. 5Hz, 2H), 7. 71-7. 75 (m, 1 H) , 7. 89 
(s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 9. 11 (s, 1 H) 

M^WH (FD-MS, m/z) :47 1 (M + ) 

mmmi 9 7 

N- (3-xh^>a;M?x;t,7xx;t/) -N / - {4- [ (6, h 
4S/-4-4;'J-Jl/)^>] 7x^b) 7t/7 (2 3 3) 

6, r*->-4- (4 -7W7x; + -» +yj> (13 1 mg) 

£r;bx> (10ml) Icfln&igPU HJxf-;b7^> (2ml) «rJnifc^ 
h'j7*-xY> (2 13mg) £flD*. N 2£P ( 3M&S3fELfc 0 SJSfcfw3-7S 
yij8LS»if-^iXx;U (0. 1ml) fctJD*^ 1 £WM%&WLltLo KJfc& 

h y *A*»tt*iin>u ftKx^;UT'2isi}fttbL^W«^^taia 

^oD^l/V7th> (10/1) TSglt-S^'J^y^^A^n^ 
7^-|c«fct)f|KU mm<Dit&b*2 14mg. iR^10 0%T-^ o 

X H-NMR (CDC 1 3 . 5 0 0MHz) : <5 1. 3 6 (t, J =7. 3H 
z. 3H) , 4. 0 2 (s, 3H) , 4. 0 5 (s. 3H) , 4. 3 6 (q, J 
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= 7. 3Hz, 2H), 6. 45 (d. J=5. 5Hz, 1 H) . 7. 13 (d, 
J=9. 2Hz, 2H). 7. 38-7. 45 (m. 4H), 7. 48 (d, J 
= 9. 2Hz, 2H), 7. 56 (s, 1 H) , 7. 75 (d, J=7. 3Hz, 
1H) . 7. 8 0 (d, J = 7. 9 Hz, 1 H) , 7. 9 0 (s, 1 H) , 
8. 48 (d, J = 4. 9Hz, 1 H) 

(FD-MS, m/z) :4 8 7 (M + ) 

H»19 8 

N- (2, 3-^^DD7x-;l/) -N / - {4- [ (6, 7- ! J* b*i/- 
k-*rJV)\s) 7x-;(/} frU7 (2 3 4) 

6, 7 -if* b*->-4- (4-T$y7xy + »» *;'J> (52mg) £ 
h;Ux> (5ml) KM&JI¥Lfc&. 2, 3->^oD7x-Mvm- 
h (0. 0 5ml) £fln*.> 2 0#fflJmf»»*Lfco KJC*tt£*no*jL^/ 
7-fcrh> (1 0/1) t»5i/'J*W7A^D7 h?*7 7>f-t;:.£*)*f 

U m^<Dit&®* 8 4m g v JR^ 1 0 0 %Tl#*:o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 0 (s, 3H) , 
4. 05 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 11- 

7. 17 (m, 4H), 7. 41 (s, 1H), 7. 53 (d, J=9. 2Hz, 
2H), 7. 57 (s, 1H), 7. 91 (s, 1 H) , 8. 22 (d, J = 

8. 5Hz, 1H). 8. 48 (d. J=5. 5Hz, 1 H) , 9. 12 (s, 
1H) 

©fi#0rte (FD-MS, m/z) :48 3 (M + ) 
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m&mi9 9 

N— (2, 4-y^QP7x-;l/) -N' - {4- C (6, UrS/- 
4-4-yj;U) 7x-;H » 1/7 (2 3 5) 

6, 7-^ h*'>-4 - (4-7S;7x; + i/) (58mg) ^ 

Hbx> (5ml) IztjaWSmtiz^ 2, 4-^D0 7x^Kvm- 
h (9 3mg) £fln;U 2 0#P B W&«flEUio 5ieStt*^DD*;l/A/7t 

h> (io/i) TJ5H-ra*yrtWrt5A*DT -iw^omsiu 

^M©rt;&#l£6 9mg. JR457 3%T'f§£ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<54. 04 (s, 3H), 
4. 0 6 (s, 3H) , 6. 4 7 (d, J =4. 9 Hz, 1 H) , 6. 9 8 (d 
d, J=2. 4, 8. 5Hz, 1H), 7. 19 (d, J=8. 5Hz, 2 H) , 
7. 25 (s. 1H), 7. 29 (s, 1 H) , 7. 39 (s, 1 H) , 
7. 4 3 (s, 1H) , 7. 5 2 (d, J = 8. 5 Hz, 2 H) , 7. 5 6 (s, 
1H). 8. 40 (d, J=2. 4Hz, 1 H) . 8. 50 (d, J = 4. 9H 
z, 1H) 

®fi#fflI(FD-MS, m/z) :4 8 3 (M + ) 

N- (3, 4-^DQ7x^) — N' - {4- [ (6, h*->- 
4-^'J;l/) 7x-;b} frU7 (2 3 6) 

6, 7-^^ h^^-4- (4-7;;7x; + -» (51mg) 
h;Ux> (5ml) \zmM&mLt&Ls 3. 4-^^oD7x-;Kvm- 
h (102mg) fcin*.. 8^JDi««£Lfc 9rtt LT*fc*M«WU h 

1 H-NMR (DMSO-d c . 5 00MHz) :<S3. 94 (s, 3 H) , 
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3. 9 5 (s. 3H) , 6. 4 4 (d, J = 4. 9 Hz, 1 H) , 7. 14- 
7. 2 4 (m. 2H) , 7. 3 4 (m. 1 H) , 7. 3 8 (s, 1 H) , 
7. 5 0-7. 5 2 (m, 2 H) , 7. 59 (d, J=9. 2Hz, 2 H) , 
7. 88 (s. 1H), 8. 46 (d. J=4. 9Hz, 1H), 8. 92 (s, 
1H) , 9. 0 0 (s, 1H) 
n&ffift (FD-MS, m/z) :4 8 3 (M + ) 



N- (3, 5-^^oa7x^) -N' - {4- [ (6, 7-*J/ 
4-*yj;l/) frU7 (2 3 7) 

6, 7-i^y h*<>-4- (4-7;/7x; + -» > (5 3m,g) £ 

h;bx> (5m 1) KJn»i8»Lfctk 3, 5-^DD7x-Mvm- 
h (7 6mg) SrJn*.. 8£MtoftBttL*:. WtfJLT*fcttfi*ilRU 

x >-c*^t-« c <h tcfc *) mmoit&yj* 7 5 m g , JRi$ 8 7 %t-^^ 0 

X H-NMR (DMSO-dg. 5 0 0MHz) : 53. 93 (s, 3H) , 
3. 94 (s, 3H), 6. 44 (d. J = 4. 9Hz, 1 H) , 7. 15 (s, 
1H) , 7. 2 0 (d, J =9. 2 Hz, 2H) . 7. 3 8 (s, 1 H) , 
7. 51 (s, 1H), 7. 54 (s. 1H), 7. 54 (s, 1 H) . 
7. 59 (d, J = 9. 2Hz, 2H) , 8. 46 (d, J=4. 9Hz, 1 H) 
. 9. 00 (brs, 1H) , 9. 07 (brs, 1 H) 

K*5Mffit (FD-MS, m/z) :48 3 (M + ) 
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mmm2 0 2 

N- (4-?on-2-- hQ7x-;l/) -N T/ - {4- [ (6, Y 
t'>-4-4;»J;l/) 7x_;U} fruy (2 3 8) 

6, 1- ! J* b*i/-4- (4-7^y7xy + » +y U> (123mg) 
£h;l/x> (1 2ml) fc;tajl!l»J|? I fcSL 4-^oo-2--hD7x_;K 
7*7*- h (17 2mg) £fln;l> 1 4^WftlJ»««ELy!:e »ftfJL"C*fe<Sft 
fciHKU h^i>Tft**SC£lcJ:!3aiI<Dfl;£«l*l 74mg N iR$8 5 

1 H-NMR (DMSO-dg, 500 MHz) : 5 3. 94 (s, 3H), 
3. 9 5 (s, 3H) , 6. 4 6 (d, J =4. 9 Hz, 1 H) , 7. 2 3 (d, 
J =7. 3 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (s, 1 H) , 
7. 62 (d, J = 7. 3Hz, 2H) , 7. 79 (d, J=9. 2Hz, 1 H) 
, 8. 14 (s, 1H) , 8. 3 5 (d, J = 9. 2 Hz, 1 H) . 8. 4 6 
(d, J = 5. 5 Hz, 1H) , 9. 6 2 (s, 1 H) . 10. 0 (s, 1 H) 
Mg#$flit (FD-MS, m/z) :4 9 4 (M + ) , 4 96 (M + + 2) 

HJS0J2O3 

N- (2-7;;-4-^DQ7x-^) -N' - {4- [ (6. h 
^->-4-4;'W 7*-M V)/T (2 3 9) 

N- (4-?nn-2-- ho7x-A0 -N' - {4- [(6, 7 -->V h 
t*>-4-*;U) 7x-M *l/7 (158mg) *^no*;i/A 

/>^y-;l//7K (10ml /7 0m l/5ml) fc*#U h 'J * 

A (1. Olg) fcj&piU 6 0riCT3 7#Pi3«#Lfco * oD*;bA-e2IU^ 

^K^e^u bis** a 0*^/7* h> (i o/i) -eg&a*-*s"j*7y 
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X H-NMR (DMSO-dg, 500 MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 5. 09 (b r s, 2H), 6. 43 (d, J=4. 9 
Hz, 1H) , 6. 5 7 (m, 1 H) , 6. 7 8 (d, J =2. 4 Hz, 1 H) , 

7. 17 (d, J = 9. 2Hz, 2H), 7. 34 (d, J=8. 6Hz, 1 H) 
, 7. 38 (s, 1H), 7. 51 (s, 1 H) , 7. 57 (d, J=8. 5H 
z, 2H), 7. 77 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) , 

8. 8 9 (s, 1H) 

H$fe#J2 0 4 

N- {4- [ (6, 7-vM h*->-4-*y 'J;lQ 7x-M - 

N' - (2-b°'J v?>;ft;H?~,M/) (2 4 0) 

6, 7-^/ h + >>-4- (4-7;;7x; + y) 4V U > (7 5mg) £ 
h;Ux> (7ml) b l )^Jl7i> (1. 4ml) S-ta*.*:^ 

b*)7*xY> (201mg) £fln>U lftffim&MffiltZo R^ic2-t°U 
! Jyi])\,X*Vi K(102mg) £7jn;U 3^*n^S^L^o 
im± h >; *A7K£&£Jn;U B^®?x^^T2lHimttlL^^W«®^fiSfD^7K 

*;l/A/7-trh> (10/1) T'S^Sv/'J^^U^^A^o^h^T^^- 
lc«k«9ll«!U &i0fl:&$£8 6mg. iR^7 7%X'mtz 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : <5 4. 0 6 (s, 3 H) , 
4. 06 (s. 3H). 6. 49 (d, J=4. 9Hz, 1 H) . 7. 20 (d, 
J=9. 2Hz, 2H), 7. 43 (m, 1 H) , 7. 57 (s, 1 H) , 
7. 59 (m, 1H). 7. 7 1 (d, J=9. 2Hz, 2H) . 7. 97 (m, 
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1H), 8. 28 (d, J = 7. 9Hz, 1 H) . 8. 50 (b r s, 1 H) , 
8. 6 8 (d. J =4. 9Hz, 1 H) . 10. 1 (b r s, 1 H) , 10. 7 
(brs, 1H) 

M^fftt (FD-MS, m/z) :4 4 4 (M + ) 
!£&fe0J2O5 

N- (3-^ao-4, 6-->V h^->7x-i) -N y - {4- [ (6, 7 
-'J/ Y*i/-A-*J*))V) ** : A 7x-;H frU7 (241) 

6, 7-5>y h**>-4- (4-7$y7xy*-» *VU> (5 4mg) £ 
r;l/x>(5ml) (Cjnlfe^L^ 3-?nD-4, 6-^ h*">7x- 
;l/^Vv/7^-h (7 6mg) £tn;U 1 8#P5Jm.*lfiafELfco KlS*ift&7n 
D*W7-bh> (10/1) «t5>"J*™7A^07h^77^ 
-fcJ:»)lllttU MOftM«9 3mg* «¥1 0 0%T^ o 

1 H-NMR (CDClg, 5 0 OMHz) : <5 3. 7 6 (s, 3 H) , 
3. 87 (s, 3H), 4. 02 (s, 3H), 4. 05 (s. 3 H) , 

6. 4 6 (d, J = 5. 5Hz, 1H) , 6. 4 9 (s, 1 H) . 7. 1 3 (d, 
J =8. 5Hz, 2H) , 7. 2 0 (s, 1 H) , 7. 4 2 (s. 1 H) . 

7. 50 (d, J = 8. 5Hz, 2H), 7. 57 (s, 1H), 7. 59 (s, 
1H), 8. 12 (s, 1H). 8. 48 (d. J=5. 5Hz, 1 H) 

M^tfffil (FD-MS, m/z) :509 (M + ) . 511 (M + + 2) 

mmm20 6 

N— (4~? cm- 2 -yf;l/7x-;^) -N' - {4- [ (6. 7-i?t h 

*->-4-*y 7x-;U} »U7 (2 4 2) 

6. 7-v>y r**-4- (4-7^y7xy*'» *;«J> (55mg)^ 
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h;Ux> (5ml) t1jamgfRLt:'&, 4-^oD-2-^f;b7x-M7y 
T*-b (9 0mg) £flo>U 2 6£lfflflnJI«S3fcLfco tfHiLT*fc|&ii£JtK 

*H-NMR (DMSO-dg, 5 0 0MHz) : 52. 26 (s, 3 H) , 
3. 9 4 (s, 3H) , 3. 9 4 (s, 3 H) , 6. 4 4 (m, 1 H) , 
7. 18-7. 20 (m, 3 H) , 7. 25 (s, 1 H) , 7. 38 (s, 1 H) 
, 7. 5 1 (s, 1H) , 7. 5 9 (d, J =9. 2 Hz, 2 H) , 7. 8 7 
(m, 1H), 7. 9 9 (s, 1 H) , 8. 4 5 (m, 1 H) , 9. 15 (s, 
1H) 

M£*HI (FD-MS, m/z) :46 3 (M + ) , 4 65 (M + +2) 



IUS0J2O7 

N- (2-^oo-3-y Wx-^) — N' - {4- [ (6. 7-v^ h 
*»>-4-*y'J;U) 7xx;l/} fruy (2 4 3) 

6, 7->^ h*v/-4- (4-7;;7zy + i/) *y 'J > (5 2mg) £ 
h;l/x> (5ml) \ztiatm&lt:'&. 2^oo-3->f;l/7i-MVi/ 
7*-h (0. 2ml) £Jn;U 125>P»I^S^L^o Ri6»«[*^nn^ 
A/7-feh> (10/1) T*Jgg§^-5'>'J^y;^5A^n-7h^77>f-ICJ: 
OHIttU £S©*b&&£3 Omgs JK$3 7%"d§fc 0 

1 H-NMR (CDC 1 3 , 5 00MHz) :<S2. 28 (s, 3 H) , 
4. 00 (s, 3H), 4. 03 (s, 3H) , 6. 41 (d. J=4. 9Hz, 
1H) . 7. 0 9-7. 15 (m, 4H) , 7. 3 7 (s. 1 H) . 7. 3 9 
(s. 1H), 7. 42 (d. J=8. 5Hz. 2H), 7. 55 (s, 1 H) , 
7. 61 (s, 1H). 7. 72 (s, 1 H) , 8. 44 (d, J=5. 5Hz, 
1H) 
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Mfc5Wrfl[ (FD-MS, m/z) :4 6 3 (M + ) , 46 5 (M + + 2) 

mmm2 o 8 

N- (3-7;;-4-^dd7x-^) -N' - {4- [ (6, 7- f J* H 
*'>-4-*y'J;l/) 7x-i} trUY (2 4 4) 

N— (4-^no-3-- hu7x^;l/) -N' - {4- [ (6, 7-vV h 

+i/-4 -*yy;iO 7i-;W ^ur (lOOmg) £*oo*;ua 

/^y-JU/* (5m 1/1 5ml /3ml) fcigJBU f-*fiiftgb>- h 'J •? A 
(3 5 8mg) £fln;U 6 0#KiaE#Lrt:o * au*;UATr2[e]toft 

***S*U ^^DD^A/7th> (10/1) T-Jg^-T-Sv/'J^^U 
^7^A^Dvhr57>f-{cJ:f9^Lx SHOfl^fcl*: 3 9mg. JR^4 1% 

X H-NMR (DMSO-dg, 5 0 0MHz) : <53. 94 (s, 3H) , 
3. 9 5 (s, 3H) , 5. 3 0 (b r s, 1H) , 6. 4 5 (d, J = 
5. 5 Hz, 1H), 6. 6 4 (m, 1 H) , 7. 0 2 (m, 1 H) , 7. 0 6 
(d, J=8. 6Hz, 1H). 7. 20 (d, J=9. 2Hz, 2 H) , 

7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 57 (d, J=8. 6Hz, 
2H), 8. 47 (d, J = 4. 9Hz, 1 H) , 8. 56 (s, 1 H) , 

8. 73 (s, 1H) 

nm&tfm (FD-MS, m/z) :4 65 (M + + l) 
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fUrfe0J2O9 

N- (3-y b*i/7ut°Jl) -N' - {4- [ (6, 7-i?/ h^y/-4- 

**'>J 7x-;b} frU7 (2 4 5) 
6, h + ->-4- (4-7;;7x; + y) *;y> (5 1 mg) £ 

h^x> (5ml) iZlNl&mmi^ b'Jx?-;U7$> (1ml) £#D*.7t& N h 
>)7*x¥> (54mg) £Jp;U 2 ftffimimm L fc e RJ(5ttlc3-^ h + i" 
•fat°JlTi> (0. 0 5ml) £Jn*.^ 1 2ftmmMMMLtz Q EJEifcfc&K 

*;l/A/7-fc > > (10/1) rS§ai-*'>'J*y;b*7A^o-7 h^5 7-f - 
lw£t)fiiSiiU mm®4t&®*5 lm g> W7 2%T^^ 0 

X H-NMR (CDC 1 3> 5 0 0MHz) : $ 1. 8 2 (m, 2H) , 
3. 31 (s, 3H), 3. 39 (m, 2 H) , 3. 50 (t. J=4. 5Hz, 
2H) , 4. 0 3 (s, 3H) . 4. 0 4 (s, 3H) , 5. 65 (brs, 
1H), 6. 44 (d, J=4. 9 Hz, 1 H) , 7. 10 (d, J = 8. 7H 
z. 2H) , 7. 4 1-7. 5 5 (m, 4H) , 7. 5 5 (s. 1 H) , 
8. 46 (d. J = 5. 5Hz, 1 H) 
Mftffll (FD-MS, m/z) :411 (M + ) 

HSfe^J2 10 

N- (2-y h*^JL^;t,) -N' - {4- [ (6, 7 -if* h*>>-4-* 
JV)V) 7x-M »U7 (2 4 6) 

6, 7-Vt h+^-4- (4-7^7*; + ^) +yj > (5 2mg) £ 
hJl*> (5ml) HJifJU7S> (1ml) £flQ;Ltf:& N h 

(54mg)>&jD^> 3#ratoJftBaftLA:o KJ&#{c3-y h*S/ 
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A/T-trh> (1 0/1) T-SBrr-S^'Jrt^^A^o^ -(I«fc 
OflMU *»D*t£tt*6 3mg % 4X^9 l%Ti#/i 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 36 (s, 3 H) , 
3. 36-3. 53 (m, 4H), 4. 03 (s. 3H), 4. 03 (s, 3H) 
, 5. 81 (brs, 1H). 6. 43 (d, J=5. 5Hz, 1 H) , 
7. 8 7 (d, J =8. 5 Hz, 2H) , 7. 4 0 (s. 1 H) , 7. 4 5 (d, 
J = 9. 2Hz, 2H) , 7. 5 5 (s. 1 H) . 7. 9 2 (s, 1 H) . 8. 
45 (d, J=4. 9Hz, 1H) 

il^Kff (FAB-MS, m/z) :3 98 (M + +l) 

flifemil 

N— {4- [ (6. h**>-4-*y 7x-M - 

N / - (2-bf 'J frU7 (2 4 7) 

6, 7-^^ h*>-4- (4-7^7x; + -» +yj > (5 2mg) £ 
h;l>x> (5ml) ttMN&KU HJxf-;U7S> (1ml) £JJQ;L*:& N h 
'J7t^y> (54mg) £flD*.. 29tTm$t&MUz 0 KiCttlc2-eus?;U 
y f-;U7 ^ > (0. 0 5ml) £;&nx. N 1 2#RM&SMlfco K£ftK&&7k 
h U «7A7K^^tQ^ ftKx^;l,T'2[HiatiiL^^WIS®^ISf0^7KT- 

;l/A/7*h> (10/1) "CBBBfrZi' 1 ) *W7A?D7 h^^7>f -in 
<kO*§8l!U £JS©{t£$j£7 6mg. iR$l 0 0%T'^ o 
* H-NMR (CDC1 Q , 5 00MHz) :<54. 00 (s, 3H) , 
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4. 01 (s, 3H), 4. 58 (d, J=5. 5Hz, 2 H) , 6. 39 (d, 

J=5. 5Hz, 1H), 6. 66 (m, 1 H) , 7. 05 (d, J = 9. 2H 
z, 2H) , 7. 1 8 (m, 1 H) , 7. 3 4 (d, J = 7. 9 Hz, 1 H) , 

7. 39 (s, 1H), 7. 45 (d, J=9. 2Hz, 2 H) , 7. 54 (s, 

1H) , 7. 6 6 (m, 1H) , 8. 4 0 (br s, 1 H) , 8. 4 3 (d, J 
= 5. 5Hz, 1H), 8. 47 (d, J = 4. 9Hz, 1 H) 
MS#tfflit (FD-MS, m/z) :4 3 0 (M + ) 

m&m2 i 2 

N- [ (4 - t e r t -71 L Jl7x.-Jl) t*)V\ -N' - {4 - [ (6. 7 
-vM b*i/-4-*S 7x-;b} frU7 (2 4 8) 

6, 7-vM h*->-4- (4-7;/7x; + «» *;U> (50mg) £ 
h;bx> (5ml) fcflnJ»*«PU h'Jx^7$> (1ml) £fln*.*:&> h 
U7*xy> (5 5mg) £7jQ;i. 2^IRUdM«KL^ EJEftfc (4-ter 
t-7H7xiA) ^;U7S> (0. 05ml) Ztif}*.. 1 2&M&lilNlffi 

£U &MZt?nn*)l,A/7*h> (10/1) T'MmtZ i/ 'J iiVfrilv A 
^ovh/57>< -{ck^mSSlL. &m®<t&®£2 3mg x JK$2 8%T*f fc c 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 9 9 (s, 3 H) , 
4. 01 (s, 3H), 4. 38 (d, J = 5. 5Hz, 1H), 5. 81 (b 
rs, 1H). 6. 38 (d, J=4. 9Hz, 1 H) , 7. 02 (d, J = 
9. 2 Hz, 2H) , 7. 2 0-7. 4 0 (m, 7H) , 7. 5 2 (s, 1 H) , 
7. 6 4 (s, 1H), 8. 4 0 (d, J = 5. 5 Hz, 1 H) 
M£0fte(FD-MS, m/z) : 48 5 (M + ) 
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XMI2 13 

N- {4- [(6, 7-^ 7x-Jb} - 

N' - (3-b"U >?;M f-;U) (2 4 9) 

6, 7-^^>>-4- (4-7;;7x; + i/) 'J > (5 2mg) £ 
h;Ux> (5ml) lcfln&r£&?U HJxf-jU7S> (1ml) £jD;ifc&> h 
'J7a^f> (5 6mg) £Jn;U 2£IHiDJI&fi«Lfco SJCftfc: 3 - e U 
yf-;U7S> (0. 0 5ml) £fln;i> 1 2 #RUflD&iI8ft L fc 0 Rl&ttfcifcltTR 

;l/A/7-frh> (10/1) TSBS-f <5*>U W*7A^D7 h^77-f -fc 

1 H-NMR (DMSO-dg, 500 MHz) : 5 3. 93 (s, 3H). 
3. 94 (s, 3H), 4. 34 (d, J = 5. 5Hz. 2H), 6. 40 (d. 
J =4. 9Hz, 1H), 6. 72 (t, J=6. 1Hz, 1H), 7. 12 

(d, J = 9. 2 Hz, 2H) , 7. 3 5 (m, 1 H) , 7. 3 7 (s, 1 H) , 
7. 50 (s, 1H) , 7. 5 3 (d, J = 9. 2 Hz, 2H) , 7. 7 2 (d. 
J = 7. 9Hz, 1H) , 8. 43-8. 46 (m, 2 H) , 8. 53 (s, 1 
H) , 8. 7 3 (s, 1H) 

I1^I(FD-MS, m/z) :4 3 0 (M + ) 



^WJ2 14 

N— {4- [ (6. 1- 9 J* h*->-4 — »y UAQ 7*x;U} - 

N' - (4-gU-?/lo*f-;lQ frl^7 (2 5 0) 

6. h*S/-4- (4-7;;7x;*'» *J U > (5 2mg) £ 

HUx> (5ml) KtaitigtfU MJx*;U7 5> (1ml) *to*fclk h 
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U7*xy> (53mg) zmz. 2&®mtmmitz 0 4 - 1° u ^ 
**ji>7i> (o. 0 5mi) 1 2^mmMmifz 0 &muzmtfc 

)VA/7*h> (1 0/1) r*Jg§§-r-5v/U^y;U^77A^ovh^57^-{c 
«fc t) If 8! I s mm<Dit&VBZ 4 0 m g N JR^ 5 4 KT»fc 0 

1 H-NMR (CDClg. 5 0 0MHz) : 54. 01 (s, 3H) , 
4. 0 3 (s, 3H) , 4. 4 3 (d, J = 5. 5 Hz. 2 H) . 5. 9 7 (m, 
1H), 6. 40 (d, J = 5. 5 Hz, 1 H) , 7. 08 (d. J=9. 2H 
z, 2H), 7. 20 (d, J = 5. 5Hz, 2H), 7. 38 (s. 1 H) , 
7. 4 2 (d, J =8. 6 Hz. 2H) . 7. 5 4 (s. 1 H) . 7. 8 1 (s. 
1H). 8. 42 (d. J = 5. 5Hz. 1 H) . 8. 49 (d. J = 6. 1H 
z, 2H) 

Jtt$WHS'(FD-MS; m/z) :43 0 (M + ) 
0U60J215 

N— {4- [(6, h*->-4-*y U;t/) 7x-;b} - 

N' - [ (4-^>f-;b7$y7x^;t/) yf-^] »U7 (2 5 1) 

6. h**>-4- (4-7;/7x;*-» +/'J>(51rag)^ 

h^x> (5mi) icmimmu bv^?-ji7i> (un £jn*.fc8u h 

U7*xy> (55mg) £JQ;U 2^JnSiS«EL^o Ri6»lc U-VM* 
/*)l7i> (104mg) £Unx., 1 2&nttlMKLfc e 

BIS£?oo*;l,A/7-t?h> (10/1) TH5St*'>W^*7A^D7 
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1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 2. 8 7 (s, 6H) , 
3. 93 (s, 3H), 3. 94 (s, 3H), 4. 18 (d, J=5. 5Hz. 
2H). 6. 40-6. 43 (m, 2 H) , 6. 70 (d, J=9. 2Hz. 2 
H) , 7. 13 (d, J=8. 6Hz, 2 H) , 7. 14 (d, J=8. 6Hz, 
2H), 7. 37 (s, 1H), 7. 51 (s, 1 H) , 7. 52 (d, J = 
9. 2Hz, 2H), 8. 44 (d, J=4. 9Hz, 1 H) . 8. 57 (s, 
1H) 

m&ftVrm (FD-MS. m/z) :4 7 2 (M + ) 
0Hfe0J2 1 6 

N— {4- [ (6, 7->^ h*->-4-*y 'J JiQ - 
N' - (3, 5--^-hD7x-^) (2 5 2) 

6, 7-^ h*->-4- (4-7;;7xy + -» *yj> (54mg) 
h;bx> (5ml) {zmfmmt^ 3, 5-^-ho7x-KVy7^- 
h (8 1mg) *JBA % 20ftMftllltilttLfco H5»^oD^V7t 
h> (10/1) T'®g§1--5i/U*y;U*7A^o-7h^57>f-{C«fc«9*iSlU 
^MOfk^I^ 5 3 ra g . 5 7 %T*f 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3H) , 
3. 95 (s, 3H). 6. 46 (d, J=4. 9Hz. 1 H) , 7. 24 (d, 
J = 9. 2 Hz, 2H) , 7. 3 9 (s. 1 H) . 7. 5 1 (s, 1 H) , 7. 
64 (d, J=8. 5Hz, 2H), 8. 42 (s, 1 H) . 8. 47 (d, J 
= 4. 9Hz, 1H), 8. 77 (s, 1 H) . 8. 77 (s. 1 H) , 9. 2 
1 (s. 1H) . 9. 73 (s. 1H) 

MaWHI (FD-MS. m/z) :5 0 6 (M + +l) 
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201012 1 7 

N- (S/>P'vfrS/;lO -N' - {4- [ (6, l-'J* Y*i<>-4-*J 'J 
;U) sHrv/] 7x^M (2 5 3) 

6, 7->>V h + v/-4- (4-7;;7z;*-» * J 'J > (2 0 Omg) 
£h;Ux> (5ml) IcJnllMgJBLfc&N i/pa^i/JMvi/TZ-b 
(3 4 Omg) fcJn^ 8 0-9 Otrz:3 0 L tz Q RJStttc**Jn 

Lfco «ET««*«*L^ 8»*^DD*;UA/7-feh> (10/ 

$l£2 1 Omg, iR^7 4%T»^o 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 1. 11-1. 22 (m, 2 
H) , 1. 34-1. 46 (m, 2H), 1. 56-1. 66 (m, 2H). 

1. 6 8-1. 7 8 (in, 2H), 1. 96-2. 0 5 (m. 2H), 3. 64 
-3. 7 3 (m, 1H), 4. 0 5 (s. 6 H) , 4. 5 8 (d, J =7. 9H 
z, 1H) , 6. 36 (s, 1H) , 6. 4 6 (d, J =4. 9 Hz, 1 H) . 
7. 13 (d, J=8. 6Hz, 2H), 7. 42 (d, J=8. 6Hz, 2H) 
, 7. 42 (s, 1H), 7. 56 (s, 1 H) , 8. 48 (d, J=4. 9H 

2, 1H) 

M5MHKFD-MS, m/z) :42 1 (M + ) 
HWJ2 1 8 

N— (3. 4-^7A>tP7x^) -N / - {4- [ (6. 7-*J* 
-l-*JV)V) ***A 7*-Jl>] "7U7 (2 5 4) 

6, T-*J* h**>-4- (4-7U7x;*-» (5 Omg) £ 

h*x> (5ml) KHNNMIU h'Ji^T$> (1ml) £flQ*.*:& N h 
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•J7*^> (5 5mg) &mz.^ S^mamSMLtLo RlCttfc3. 4-^7 
^to7-'J> (66mg) £fln>U 2 0#RMfeiIffiUco KJ&ttfc£3fe|c* 

A/7-feh> (10/1) TRIIItS^J*^*?^^? -fcij; 
OflBHU »fb^63mg, iR^8 3%Tl#/c 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) :<54. 0 3' (s, 3 H) , 
4. 0 6 (s.. 3H) , 6. 4 5 (d, J =5. 5 Hz, 1 H) , 6. 9 6- 

7. 0 2 (m, 1H) , 7. 0 2-7. 10 (m, 1 H) , 7. 1 1 (d, J = 

8. 5Hz, 2H) . 7. 41-7. 45 (m, 2 H) , 7. 4 8 (d, J = 
8. 6Hz, 2H), 7. 58 (s, 1 H) , 7. 72 (s, 1 H) , 7. 74 

(s, 1H), 8. 44 (d, J = 5. 5Hz. 1 H) 

SiMS(FD-MS, m/z) :45 1 (M + ) 

ISJfe0I219 

N- (2, 4. 5-h'J7^Q7x^) — N' - {4- [ (6, 7--J/ 
h^->-4-^/U;U) 7x-jl} frU7 (2 5 5) 

6, 7-v^y h*'>-4- (4-T;;7x; + i/) *y V > (5 0mg) £ 
h;l/jc> (5ml) tmm&mU h'Ji^7$> (lml) ^tD^fc^ h 
'J7txf> (55mg) £flD;L. 3^KS0lfesB«EL^o Rl6fti;:2. 4, 5- 
MJ7;M-o7-'J > (7 5mg) *J!D;U 2 0 #R3Sn&i88fE L tz 0 KJ&mzfc 

n*;UA/7H?h> (10/1) -eMffl+Zi/VfjfJbfJv^twby??* 

- k * & nun u mmvit&mz 5 8mg, jrj$7 
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1 H-NMR (DMSO-dg, 5 0 0MHz) :63. 9 4 (s, 3 H) , 
3. 9 5 (s. 3H) , 6. 4 5 (d, J =5. 5 Hz. 1 H) , 7. 2 4 (d, 
J=8. 6Hz, 2H), 7. 40 (s. 1H), 7. 52 (s, 1 H) , 

7. 59 (d, J=8. 6Hz. 2 H) , 7. 62-7. 70 (m. 1 H) , 

8. 17-8. 25 (m, 1 H) , 8. 48 (d, J=4. 9Hz, 1 H) , 
8. 76 (s, 1H) , 9. 23 (s, 1 H) 

WS##Hil (FD-MS, m/z) :4 6 9 (M + ) 

&ffiffl2 2 0 

N- (2, 4, 6-hV7)l*a7x.-)l) -N' - {4- [(6, 7-v>V 
h^'>-4-4;U^I/) 7x-M frU7 (2 5 6) 

6, h*i/-4- (4-7;y7x; + -» +>"J > (5 Omg) £ 

h;bx> (5ml) icflnl&JftHU MJxf-^T^ (1ml) Srfln^rt:^ h 
•J7*xy> (55mg) £tn*. N 3^BBJlrtMI«tL/:o S^«»c2. 4, 6- 

h<j7^D7-'j> (7 5mg) *an* % 2 0&mmm&ffiitz o mjti&tzgi 

u*)\,j±/7-kY> (1 0/1) ■ej8HW"-B*> l J/7W*7A^o-7 h**574 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) . 
3. 95 (s, 3H), 6. 43 (d, J=5. 5Hz, 1 H) , 7. 20 (d, 
J = 8. 6Hz, 2H), 7. 29 (t. J=8. 6Hz, 2H), 7. 39 
(s, 1H), 7. 52 (s, 1H), 7. 58 (d, J = 8. 6Hz, 2H) , 
8. 07 (s, 1H), 8. 46 (d, J = 5. 5Hz. 1 H) , 9. 14 ( s , 
1H) 
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n&ftVrm (FD-MS, m/z) :4 6 9 (M + ) 
%W*l 2 2 1 

N- (2, 3. 4- HJ7;M-Q7x-;U) -N' - {4- [ (6. 7-v^ 
H^>-4-*yj;lQ 7x^1 OUT (2 5 7) 

6, 7-'^ h + ->-4- (4-75;7i>/ + y) +;>J> (50mg) * 
h;l/x> (5ml) hV*1-Jl7i> (1ml) £flO*.*:'<gK h 

U7**y> (5 5mg) £;&0;L N 3#PM&gSfEL/z 0 Rattle 2. 3, 4- 
hU7;bto7-'J> (75mg) £fln*.. 2 0#rato*MH«Lrt:o 

h D *A7Kjg&£j!jn;L, l»xf-;UT?2@«lHiLfc*WW«riaftAifi 

o*;UA/7-fe h > (10/1) ■caHt*v"J*^*7A^n7h^77-f 
-K^fftSIU mmoit&MZl 8mg> JR$2 3%t^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) :53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1H), 7. 23 (d, 
J =8. 6 Hz, 2H) , 7. 2 5-7. 3 3 (m, 1 H) , 7. 3 9 (s, 1 
H) . 7. 5 2 (s, 1H) , 7. 5 9 (d. J =8. 6 Hz, 2 H) , 

7. 8 5-7. 9 2 (m. 1 H) , 8. 4 7 (d, J =5. 5 Hz, 1 H) . 

8. 73 (s, 1H) , 9. 2 1 (s, 1 H) 
nm&Vrm (FD-MS, m/z) :46 9 (M + ) 

N— (2. 5-*y h^i/7x^) -N' - (4- [ (6, 
-4-*yj;lQ 7x-;H frU7 (2 5 8) 

6. 7-?> h + i/-4- (4-7;;7i^'» *>"J > (56mg) £ 
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h^x> (5ml) IzmtmiftU Mjxf-;I/7S> (1ml) %tiaz-tz'&^ h 
■J7txy> (6 6mg) £fln;U 3#r B m&iS^Lfco K£&l;:2. 5-^ 
h + v/7~'j> (10 2mg) £fln;U 1 O^FaW^fflELfco S^c^KtK 

;UA/7-feh> (10/1) TJg^t5>"; *™7A?D7 h^77^ -fc 

1 H-NMR (CDC 1 3 . 500 MHz) : S3. 68 (s, 3H), 
3. 78 (s, 3H), 4. 02 (s, 3 H) . 4. 05 (s, 3H), 

6. 46 (d, J = 5. 5Hz, 1 H) , 6. 53 (dd, J = 3. 1, 8. 5 
Hz, 1H), 6. 76 (d, J=9. 2Hz, 1 H) , 7. 13 (d, J = 
9. 2Hz, 2H). 7. 43 (s, 1 H) , 7. 52 (d, J = 9. 2Hz, 
2H), 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 78 (s, 1 H) , 

7. 91 (d, J = 3. 1Hz, 1H), 8. 49 (d, J=4. 9Hz, 1 H) 
M5MJH1 (FD-MS. m/z) :4 7 5 (M + ) 

ISJfefll2 2 3 

N— (3, 5-i^ h4->7x^) -N / - {4- [ (6, 7-S?> h*»> 
-4-*yj;u) 7*-M frU7 (2 5 9) 

6, 7-S^ h*->-4- (4-7;y7x; + -» +yj > (5 3m g) £ 
h;Ux> (5ml) IcflD&fcJBU Mxf-*7*> (1ml) £in;LA:&. h 
•J7*xy> (lOlmg) *Sn^ 4#raM&S*ftLfc 0 ££ftlc3. 5-? 
* h*S/7-«; > (62mg) SrtlD*.. 1 3^HtJP»i8«tL^o KlS&fc&I&K 
h 'J * A7K^«rUn^> KKxf-;UT2l2iatfi Lfc&W^£&fQ&it7ja: 
*»U &*5)ll&*hy*AT^Lfco «ETfcl«*©*U BIS** do* 
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>A/7Hrh> (10/1) TS^S^rtW^A^o^ h/77>( -fc 
«fct)*fg|U *HO<b^»*8 5mg. JR*1 0 0%Ti§/c o 

1 H-NMR (CDC1 3 , 500 MH 2) :<J3. 73 (s, 6H), 
4. 0 0 (s, 3H) , 4. 0 3 (s, 3 H) . 6. 1 8 (s, 1 H) , 

6. 42 (d, J=5. 5Hz, 1 H) , 6. 60 (s, 1 H) . 6. 60 (s, 
1H) , 7. 0 9 (d, J =8. 6 Hz, 2 H) , 7. 40 (s, 1 H) , 

7. 45 (d, J=8. 6Hz, 2H), 7. 56 (s, 1 H) , 7. 68 (s, 
1H), 7. 85 (s, 1H). 8. 45 (d, J=5. 5Hz, 1 H) 

H*##HB (FD-MS. m/z) :4 7 5 (M + ) 



H&0J2 2 4 

N- (2, 3-^7MP7x-;l/) -N' - {4- [ (6, 7-i?/ h**s 
-4-*;*)Jl) it**/~\ 7x-;l/} frU7 (2 6 0) 

6, 7-^ h + (4-7U7x; + -» +y'JX50mg) 

h;Ux> (5ml) fttoftrigjffU h'Jx*;U7S> (1ml) Ztiaz.tz'&^ h 
i)7*X?> (55mg) £j&D;U 3ftfflm&&WLLtZo fcfcmz2. 3-i?7 
^o7-'J> (5 1ml) 2 0#RM&&8£Lrt:o 

A/7*h> (1 0/1) T*jg§§1--5v/'J*W*5A^D^ h/77-f 
t)?IKU &g©fl:£05£6Omg. JR$7 9%-e'f#^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 94 (s, 3H) , 
3. 9 5 (s, 3H) , 6. 4 5 (d. J = 4. 9 Hz, 1 H) . 7. 0 2- 
7. 0 8 (m, 1H) , 7. 11-7. 1 9 (m, 1 H) . 7. 2 3 (d, J = 
9. 2Hz. 2H). 7. 39 (s. 1H), 7. 52 (s. 1 H) , 7. 59 
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(d, J=9. 2Hz, 2H) , 7. 94-7. 99 (m. 1 H) , 8. 47 
(d, J =4. 9 Hz, 1H) , 8. 7 8 (s, 1 H) , 9. 2 5 (s, 1 H) 
MbWr* (FD-MS. m/z) :45 1 (M + ) 

N- (3, 5-^7Mo7x^) -N' - {4- [ (6, 7-?* h*-> 
-4-* J U;U) Or**/] y^-jl} U7 (2 6 1) 

6, 7-^h*v/-4- (4-7;;7x>/*-» *y U > (5 Omg) £ 
h;l/X> (5ml) IziamBmU h'jx^;l/7S> (1ml) £Jn;i*:'{£. h 
'J7**y> (5 5mg) £2ni;L> 3£MJn^&KLfco KJSttl=:3. 5-^7 
^o7-'J> (6 6mg) £310*.. 2 05^PaanfKUB«ELfco RJSJftfc&Ifck* 
^ h U *A*»ft£flD;U ^xf-;UT'21sIttmL^aW^ ; £-taiQ^7K'e^ 

A/7-feb> (10/1) X-mmi-i ; y')iJ¥My^^w? -in* 

t)«HU £S©{b£#l£4 9 m g. <W6 4KT»fco 

X H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d. J=4. 9Hz, 1 H) , 6. 7 5- 
6. 83 (m. 1H), 7. 16-7. 26 (m, 4 H) , 7. 39 (s, 1 H) 
. 7. 5 2 (s. 1H) , 7. 5 9 (d, J =8. 6 Hz, 2 H) . 8. 4 7 
(d, J =4. 9 Hz. 1H) . 8. 9 9 (s, 1 H) . 9. 1 2 (s. 1 H) 

fflBMfft (FD-MS. m/z) :45 1 (M + ) 
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HM0J2 2 6 

N— (2, 3, 6-h'J7MD7x^) -N' - {4- [ (6, 7-i>V 
h*->-4-*y U;b) 7x-;U} frU7 (2 6 2) 

6. 7--?y r*->-4- (4-7 5 y 7xy*-» *y 'J > (5 Omg) £ 
h;Ui> (5ml) lcfln&jgfl¥U h'JxW;> (1ml) h 
(5 5mg) fcfln*.,* 3£MJMIMiffiLfco RiSttC2. 3, 6- 
HJ7;M-o7-U > (53ml) *Jp^ 2 Q&tofjamMMltio EJCttfcifc 

o*;i/A/7-feh> (1 0/1) 78Ht« , > , J*m7A^D7h^77-f 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 33. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 1 5~ 
7. 25 (m, 3H) , 7. 33-7. 44 (m, 2 H) , 7. 5 2 (s, 1 H) 
, 7. 5 9 (d, J = 8. 6 Hz, 2H) , 8. 4 1 (s, 1 H) , 8. 4 6 

(d, J = 4. 9Hz, 1H) , 9. 1 8 (s, 1 H) 

Kfi#tfr4t (FD-MS, m/z) :469 (M + ) 

HJfc0J2 2 7 

N- (2. 6-v?7;M-P7*-;l/) — N' - {4- [ (6, l-'J* h*i/ 
-4-^yUJU) 7x-M »U7 (2 6 3) 

6. h + ->-4- (4-7$;7x;*-» +;>J > (5 Omg) £ 

h;l/x> (5ml) HSn^#?Lfc^ 2, 6-v?7^to7x_Mvm 

-h (io4mg) *un^ zo&rm&mitz VTthlTZtzmikZimu 

h )V± y-effifr* S C t «fc t) £®<ZHt£«!l£ 5 7 m g x 7 4 
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1 H-NMR (DMSO-dg, 500 MHz) :<53. 94 (s, 3H), 
3. 95 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 7. 13- 
7. 2 5 (m, 4H) , 7. 2 8-7. 3 8 (m, 1 H) , 7. 3 9 (s, 1 H) 
, 7. 52 (s, 1H) , 7. 59(d, J=9. 2 Hz, 2H), 8. 15 

(s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 09 (s, 1 H) 

Hm&ft*. (FD-MS, m/z) :45 1 (M + ) 



Wm2 2 8 

N- [2, 5-tiX (hi)7Jl*nt*Jl<) 7x^;l/] -N / - {4- [ (6, 
h4->-4-^y U;U) 7x-;U} (2 6 4) 

6, 7-S^ h**>-4- (4-7;;7x; + -» *y 'J > (5 Omg) £ 
h;Ux> (5ml) tcfln&iggPU hUxf-;UT$> (1ml) £fln*fcfk» h 
'J7*xy> (55mg) £fln;U 3£IIQftlflMl&iEL*:o £Jfc&t::2, 5-fcTx 
(hU7^ay^^) T-U> (79ml) £fla;U 2 0#R3M^feLrt:o 

Racial*** h «j •? A7k&fc£in;u ^x^^r'20}ft{iJ Lfc&WtSUI 

g|*i£?aD*;L/A/7-fe h> (10/1) THHW-S^y ^W^A^d? 
h /5 7 -r-KJ; U £S©ft£$l£3 0mg. iR^3 2%-e^ 0 

1 H-NMR (DMSO-dg. 500MHz) : 6 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) . 7. 24 (d, 
J = 9. 2Hz, 2H). 7. 40 (s. 1 H) , 7. 52 (s, 1 H) , 

7. 6 0-7. 6 6 (m. 3H) , 7. 9 5 (d, J = 7. 9 Hz. 1 H) . 

8. 38 (s, 1H) . 8. 4 6-8. 52 (m. 2H) , 9. 70 (s. 1H) 

(FD-MS, m/z) : 5 5 1 (M + ) 
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fdfe0J2 2 9 

N- (2, 4-->V h^->7x-^) -N' - {4- [ (6. h*'> 
-4-^yj;i/) y frU7 (2 6 5) 

6, 7->V h + ->-4- (4-7;;7iy + >» +;>J> (51mg) 
h;l/i> (5ml) UtiD^jSU MJxf-;U7S> (1ml) £Jjn*.*:gU h 
U7*7y> (7 2mg) £JJU>U 3^HtnnWt«L^e RJEttfc2. 
h + i/7-U> (6 0mg) ^Jn^s 1 l^fiM^SMLfco Kft&K&g&KSI 

A/7-feh> (10/1) -CRIH-r*S/y*y^7A^D-7h^7-f -ICJ; 
OfMBIU ^S©ft£$l£4 4mg N JR$5 3%T-^fc 0 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 74 (s. 3H) . 
3. 80 (s, 3H) , 4. 03 (s, 3H) , 4. 0 5 (s, 3 H) . 

6. 4 4-6. 5 1 (m, 3 H) . 7. 0 6 (s. 1H), 7. 1 2 (d. J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 49-7. 51 (m, 3H) , 

7. 57 (s. 'lH), 7. 8 6 (d, J =8. 6 Hz, 1 H) , 8. 4 8 (d, 
J=5. 5Hz, 1H) 

K*#flr<I (FD-MS. m/z). : 4 7 5 (M + ) 

Hfl&flI2 3 0 

N— (2-^ao7x^) — N' - {4- [ (6, 7 -it* Hr->-4—fr 
;'J^)t^->] 7x-M frU7 (2 6 6) 

6, 7-9/ H + S/-4- (4-7U7xy + i/) *yU>(52mg) «■ 
h)l3L> (5ml) fcJn*&fcf?Lfc^ 2-^DD7xiMvm-h 
(0. 0 5ml) *tn;U 3 0$tfaflQ*&SaKLfco oo*u/7 
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■b h> (1 0/1) •eS§§-T'5)V/U/7^U^5A^D-7 ^77^ -{Ccfct)^ 
U Sfl<D<tett& 6 4 m g , « 8 1 KT»fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<54. 01 (s, 3 H) , 
4. 05 (s, 3H). 6. 46 (d, J=4. 9Hz. 1H), 6. 98 (d 
d, J=7. 3, 7. 9Hz, 1H), 7. 1 4 (d, J = 8. 6Hz. 2 H) . 
7. 26 (dd, J=7. 3, 7. 9Hz, 1 H) , 7. 31 (d, J = 7. 9 
Hz, 1H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2H), 
7. 57 (s, 1H), 7. 57 (s, 1 H) , 8. 24 (d, J=7. 9Hz, 
1H), 8. 3 7 (s, 1H) , 8. 5 0 (d. J = 5. 5 Hz, 1 H) 
mmftffim. (FD-MS, m/z) : 44 9 (M + ) .451 (M + +2) 

H&0J2 3 1 

N- (3-^oo7x^) -N' - {4- [ (6, 7- ! J* Hr*>-4-4- 
JV)V) y^-M (2 6 7) 

6, h**>-4- (4-7^7x/*» *J U > (52mg) £ 

MUx> (5ml) lcJn&/gft?L*:gL 2-^DD7xiHV«m- h 
( 0 . 0 5ml) &ao;u 3 0 ^W^m L fc e * o o A/7 

-t?h> (1 0/1) T-mmtZi<' , )iJ J fM ; 7^?v^by774-lZ±lr)mm 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 9 8 (s. 3H) , 
4. 0 3 (s, 3H) , 6. 4 1 (d, J = 4. 9 Hz, 1 H) . 6. 9 9 (d, 
J =7. 9 Hz. 1H) , 7. 0 9 (d, J =8. 5 Hz. 2 H) , 7. 16 

(dd, J=7. 9Hz. 7. 9Hz. 1H). 7. 23 (d, J=8. 6Hz, 
1H) , 7. 3 8 (s, 1H) , 7. 4 2-7. 4 4 (m, 3 H) , 7. 5 6 

(s, 1H) , 8. 13 (s, 1H) , 8. 14 (s, 1H) , 8. 4 4 (d. 
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J = 5. 5Hz, 1H) 

m&Mftm (FD-MS, m/z) : 4 4 9 (M + ) , 45 1(M + + 2) 

IQIM2 3 2 

N- (2, h^->7x^) -N' - {4- [ (6, h*>> 

-4-*yj;U) a-4-->] 7 frU7 (2 6 8) 

6, 7-i?M r*->-4- (4-7^7x; + y) *>"J> (52mg) £ 
h;l/x> (5ml) lctn&&A?U h'Jxf-;P7$> (1ml) ZtinA.fz'&^ h 
'J7*x^> (74mg) £Jd;U 3^PJftlJIW8«EL/ro-Rfl5»fc2, 3-v>V 
h + i/TxU> (0. 0 5ml) fcjD*. 1 l#rafln*&a«ELfco S£&lc:K& 
h U ^>A*»«*tp>L^ ^Kx^;UT2lH]tttliL/^WaM^I&fi]^7K 

*>UA/T-b h > (10/1) Tg^f £ U ilfilsh 7A^D7^77^- 
Ccfc^mSU 8H©fb£«J*8 3mg^ OT1 0 0%Tli^o 

1 H-NMR (CDC 1 g , 5 0 0MHz) : 6 3. 7 2 (s, 3H) , 
3. 8 4 (s, 3H) , 4. 0 2 (s, 3H) . 4. 0 5 (s. 3H) , 

6. 46 (d, J=5. 5Hz, 1 H) . 6. 62 (d, J=7. 9Hz, 1 H) 
. 7. 05 (dd, J = 8. 5. 8. 5Hz. 1 H) , 7. 13 (d, J = 

9. 2 Hz, 2H), 7. 43 (s. 1 H) , 7. 54 (d, J=8. 6Hz, 
2H) . 7. 5 8 (s, 1H) , 7. 8 5 (d, J =8. 6 Hz, 1 H) , 

7. 8 8 (s, 1H) . 8. 2 7 (s. 1 H) . 8. 5 0 (d. J -5. 5 Hz, 
1H) 

KS##r& (FD-MS. m/z) :4 7 5 (M + ) 
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N- (4-b Ka>'>7x^) -N' - {4- [ (6, 7- ->V h**>-4 

7x-M 7 1/7 (2 6 9) 
N- (4-^>v^M-**>7i-;l/) -N' - {4- [ (6, l-'J* h*-> 
-4-+;'J^) 7i-;H 7 1/7 (228mg) £N, N->M^;U 

*;l/A7S K/gfc&x^U (15m 1/2 0ml) lc»»U hl>x^;U7S> 
(4ml) £fln;lfc8U 2 0%tKK{L^ o -7 >^7A (1. 1 8 g) £Jn^ 7kf!l# 
xgHMT^iSTl snT&B&LK* m&tfi:*?* h6$U Lfc 

^ aate^Do^A/r-fe h> (lo/i) "esHi"^*'>y*y^5A^ 

□7h/77^ -{c«k|?^U &B®<t&®Zl 8 8mg> JR*1 0 0%T*# 

1 H-NMR (DMSO-d g, 500 MHz) : 6 3. 98 (s, 3H). 
3. 99 (s, 3H) , 6. 60 (d, J=5. 5Hz, 1 H) , 6. 6 8 (d, 
J=8. 6Hz, 2H), 7. 21 (d, J = 8. 5Hz, 2H), 7. 22 
(d, J = 8. 5Hz, 2H). 7. 47 (s, 1 H) , 7. 60 (d. J = 
9. 2Hz, 2H), 7. 61 (s, 1 H) , 8. 58 (s, 1 H) , 8. 59 
(s, 1H), 8. 98 (s, 1H), 9. 03 (s, 1 H) 
!IS#iM (FD-MS, m/z) :4 31 (M + +l) 

I^SS^I2 3 4 

N- (4-7th^->7x-;l/) -N' - {4- [ (6. 7-V* b*'s-4 
-*7'JAQ 7x^1 7U7 (2 7 0) 

N— (4-b Ko+»>7*-^) -N' - {4- C (6. 7-v>y h4->-4 
-*>"J;U) 7x^} 7 1/7 (4 7mg) £it<fcy?-l/> (6ml) 

fc«»U'hyxf-^7 5 > (2ml) *JD^^ (0. 5ml) £ 
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»xf-^-C2lHl}l!llBLfcmWIWi*fiSDfttS*-e^Lx b U SAT? 

latLfc. «ET«WE*«r*L> «|*^nD*W7*F> (10/1) T 

3 5mg. JR^6 

X H-NMR (CDClg, 500MHz) : <5 2. 31 (s, 3H), 
4. 01 (s, 3H), 4. 04 (s. 3 H) , 6. 43 (d, J=5. 5Hz, 
1H). 7. 01 (d. J = 8. 6Hz, 2 H) , 7. 11 (d, J=9. 2H 
z, 2H), 7. 26 (brs. 1 H) , 7. 32 (d, J=9. 2Hz, 2 H) 
, 7. 4 0 (s, 1H) , 7. 4 5 (d, J =9. 2 Hz, 1H), 7. 5 6 
(s, 1H), 7. 56 (brs, 1 H) . 8. 46 (d, J=4. 9Hz, 1 
H) 

MbWfttCFD-MS. m/z) :4 7 3 (M + ) 
HJfe0J2 3 5 

N - (3. 4, 5- HM ht->7x^) -N / - {4- [ (6, l-'J* 
Y^ty-l-^j ij;u) "7U7 (2 7 1) 

6, h*->-4- (4-7i;7x; + v') +;>J> (5 2m g) £ 

h*i> (5ml) .IcftdlMBMIU hUxf-;U7 5> (1ml) *Jn*fclk h 
•J7*^y> (6 6mg) £fln;U 2»iilIL/:o R6&K3, 4, 5- 
h**>7— U> (7 6mg) *tin^.x 1 9#B3JjQ&iSStLrt:o KJCJfelwiJffll 
h U ^ATK^tt^^s fti?xf-;UT2|51»ait^W«^«:fiafn^* 

"eimi, mimm* h v v j*x*tmit: 0 «et»i«*«*Ls me** on 

*JUA/7"feh> (10/1) , eaW«'> l i*W7A^07h/77-f- 
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H-NMR (CDC 1 g, 5 0 0MHz) : 6 3. 8 1 (s, 6 H) , 
3. 83 (s. 3H), 4. 02 (s, 3 H) , 4. 05 (s, 3H), 

6. 44 (d, J=4. 9Hz, 1 H) , 6. 69 (s, 2H), 7. 12 (d, 
J=9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 41 (b r s, 1 H) , 

7. 48 (d, J=8. 6Hz, 2 H) , 7. 57 (s, 1 H) , 7. 58 (s, 
1H) , 8. 47 (d, J=4. 9Hz. 1 H) 

Kfi^^fffi (FD-MS, m/z) :5 0 5 (M + ) 

0U6W2 3 6 

N— (2, 4-^7Mo7x^l/) -N / - {4- [ (6, 7-i?J h*-> 
-4-4r;U;l/) 7xz;|/} frU7 (2 7 2) 

6, 1-*J* h**>-4- (4-75;7i; + '» UOOmg) 
£h;bx> (10ml) CtnJ»»J!ILfc^ 2, 4-^7;b*n7x-MVi/ 
T*-h (12 0ml) *Jn;U 3 0^BB2nllfta«tLfco «ftfJL-Cifefefi*it 
JRU h^x>-e^t^Cilc t fc*5^S©{b^^l 2 8mg, iR^8 4%T 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) . 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 03- 
7. 1 0 (m, 1H) , 7. 2 2 (d, J = 9. 2 Hz, 2 H) , 7. 2 8- 
7. 35 (m, 1H), 7. 39 (s. 1 H) , 7. 52 (s. 1 H) , 

7. 5 9 (d, J =9. 2 Hz. 2H) , 8. 0 5-8. 1 2 (m, 1 H) , 

8. 4 7 (d, J =5. 5 Hz, 1 H) , 8. 5 2 (s, 1 H) , 9. 1 5 (s, 
1H) 

K*#*Hfi (FD-MS, m/z) :451 (M + ) 
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HJ60I2 3 7 

N - (2, 5-^7;^a7x^) -N' - {4- [ (6. 7-*J* 
-A-*J »J;U) 7x-;U} frU7 (2 7 3) 

6, 7->>V h^>-4- (4-7;;7x; + -» +y >J > (1 0 Omg) 
£h;Ux> (10ml) KjfJD&^ft? Uc& N 2, 5-y7^D7x-;Ky>> 
7*-h (12 0ml) fcjn*., 3 0mta8fcB3ftLA: o WtibS LTifc&H^ifc 
3KU h;l/i>tr^t5CilcJ:«5^(D{k^^l 3 2mg. iR^8 7%T- 

X H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 9 5 (s. 3H) , 6. 4 6 (d, J =5. 5 Hz, 1 H) , 6. 8 0~ 

6. 8 7 (m, 1H) , 7. 2 3 (d, J =9. 2 Hz, 2 H) , 7. 2 7~ 

7. 3 3 (m, 1H) , 7. 4 0 (s, 1 H) , 7. 52 (s, 1 H) . 

7. 5 9 (d. J =8. 6 Hz. 2H) , 8. 0 3-8. 0 8 (m, 1 H) , 

8. 4 7 (d, J =5. 5 Hz, 1 H) , 8. 7 8 (s, 1 H) , 9. 27 (s, 
1H) 

mmAVrm (FD-MS, m/z) :45 1 (M + ) 

N— (4 -7 ^ y -2 no:7x-;l0 -N' - {4- [ (6, V 
* : s-A-*J V)V> 7*-M VU7 (2 7 4) 

N- (4-^oo-3--Fd7x-J1/) -N' - {4- C (6, 7-5M h 
*->-4-*y U;lO 7x^;H -7 1/7 (15 Omg) I^dd*;I/A 

/**J-)\,/1k (1 Oml/1 3ml/3ml) Cfcft?U ^*8SiH- HJ £ 
A(501mg) £flQ;U 6 0^fcT5 0£fa«#LA:o * a a*;UA-e2ls]8l 
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*«tes*u mm*?uu*)\,i*/T* v> (lo/i) vmM+zi'Vijr 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s. 3H) , 
3. 94 (s, 3H), 5. 14 (b r s, 2H) , 6. 43 (d, J=4. 9 
Hz, 1H), 6. 51 (m, 1 H) , 6. 65 (d, J=2. 5Hz, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 48 (d. 
J=8. 6Hz. 1H), 7. 51 (s, 1 H) , 7. 56 (d, J = 8. 5H 
z, 2H), 7. 83 (s, 1H), 8. 45 (d, J = 5. 5Hz, 1 H) , 
9. 1 0 (s, 1H) 
M£*flit (FD-MS. m/z) :464 (M + ) , 46 6 (M + + 2) 

!£»J2 3 9 

N- {4- [(6, 7-?* h*»>-4-*7 'J;tQ **->j 7x-;l/} - 
N' - C2-^h^'>^;b»^;t/7^^;l/3 »l/7 (2 7 5) 

6, 7-vM (4-T$y-7xy + '» (lOOmg) 

£h;Ux> (10ml) KtM^mU Mx*^7 5> (1ml) 
b*)7*x?> (lOOmg) ZtiQL 2&fMlMMMltZo KfcKKii**- 
2-7;M^/x~h (84mg) £tn*.s 2 «rP4ttn«M»E L fco 

rn^rn- h »; ^a*^*^*, i^Kxf-;i,T2i5i}fttijL^wtKe^fiaft^m 
D^wrth> (lo/i) "rs§8i-5'>y*y^*5A^n^h^57>f 

-KcfcOfitKU &jg©{fc£$j£ 8 6mg. JR^5 2%^nfz 0 

1 H-NMR (DMSO-dg, 90MHz) :<51. 37 (t. J=7Hz, 
3H) , 3. 94 (s, 3H) , 3. 94 (s, 3H) , 4. 38 (q, J=7 
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Hz, 2H). 6. 4 7 (d, J=5Hz, 1 H) , 7. 1-8. 1 (m, 9 H) 
, 8. 3 8 (d, J =9 Hz, 1H) , 8. 4 7 (d. J =5 Hz, 1 H) . 
9. 9 2 (s. 1 H) , 10. 10 (s, 1H) 
MbMJHt (FD-MS. m/z) :48 7 (M + ) 

^Jte^J2 4 0 

N- (2-^fm7x-;b) -N' - {4- [ (6, 7->M h*»>-4 

7x-;b) »U7 (2 7 6) 
6, 7-^h*«>-4- (4-7;;7x; + >» *>"J > (1 3 lmg) 
^h;Ui> (13ml) KfflNtiMU MJx^7^> (2. 6ml) *JdtL 
h'J7*X>7*> (152mg) *JD*.n 2#Mfln*&««Lfco RJ6ttlc2 
-^fW7-'J> (0. 1 1ml) £Jn*.^ 1 

IwflSfc*** h U *oo*;bAT2lHlffitfiLfcfc£1M*iS 

£*oo>M/A/7-feh> (4/1) TaBat**'>'My^*9A^D-7h/5 
74-*C«fcl)*fi*lU ^S©ft&$!£2 9mg. JR*1 4%T-^fco 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 62. 50 (s, 3 H) , 
4. 00 (s. 3H). 4. 00 (s, 3H), 6. 51 (d. J=5. 5Hz, 
1H) . 7. 0 8~7. 15 (m. 1 H) . 7. 2 5-7. 3 5 (m, 3 H) , 
7. 45 (s, 1H), 7. 48 (d, J=7. 9Hz. 1 H) , 7. 58 (s, 
1H), 7. 67 (d. J=8. 5Hz, 2H) , 7. 99 (d, J = 7. 9H 
z. 1H), 8. 24 (s, 1H). 8. 53 (d, J=5. 5Hz, 1 H) , 
9. 6 1 (s. 1H) 

'MHWHt (FD-MS, m/z) : 461 (M + ) 
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mmm2 4 i 

N- [3, 5-h'X (h'j7;l/tayf;l/) 7x^ib] -N / - {4- [ (6, 

Y^r^-A-^J IHIQ 7x-;l/} (2 7 7) 

6, 7-^y r*->-4- (4-7W7x; + -» U > (5 Omg) £ 
(5ml) izmmmmU hUx^7^> (lml) fcflnx.fcfc. h 
•J7**y> (5 5mg) 3^B8JDl»«JfEL^o Kftttlc3. 5 - £x 

(h'j7;l/tDyf;l/) 7-'J> (116mg) £?JD;i> 2 0£MJj$feg#ELjto 

RJMfcflfflfc**-*- r y *A#»»*in;u *»xf-^-e20»mLfclft*IMi 

^^Do*W7th> (lo/i) ■esHi--5v/ , ;*y;i'*5A^o«7 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3 H) , 
3. 94 (s,.3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 23 (d, 
J=9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (d. J=9. 2H 
z, 2H) , 7. 6 2 (d, J = 9. 2 Hz, 2 H) . 7, 6 4 (s, 1 H) , 

8. 15 (s, J =5. 5 Hz, 2H) , 9. 1 3 (s, 1 H) , 

9. 43 (s, 1H) 

M£«fli& (FD-MS, m/z) :551 (M + ) 

N— (3-?on7Pb°;l/) -N' - {4- [ (6, 7- 5 J* h*->-4-4- 
7*-)l) «7U7 (2 7 8) 

6. H + 5/-4- (4-7$ V7*y*vO +;«J>(5 0mg)4 

h-Aoo (5ml) CtnMfflllU r-yxf-*7$> (lml) h 
U7*xy> (5 5mg) fcJniU 3^MnnlNaaEL^o RiE«lc3-^P07' 
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ot\>u7-'j> (66mg) zijax.. 2 o amanum l tz Q Rmm^mm^n 

V7th> (10/1) TSHt S •> U 5 A ^ □ 7 h /5 7 -r -i: J; 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 51. 87-1. 94 (m. 
2H), 3. 20-3. 27 (m, 2H) , 3. 69 (t, J=6. 1Hz, 2 
H) , 3. 93 (s, 3H), 3. 94 (s, 3 H) , 6. 29 (t, J = 
6. 1Hz, 1H) , 6. 4 1 (d, J =5. 5 Hz, 1 H) . 7. 14 (d, 
J =9. 2 Hz, 2H) , 7. 3 8 (s, 1 H) , 7. 5 0-7. 5 5 (m, 3 
H) , 8. 46 (d, J=4. 9Hz, 1 H) , 8. 6 1 (s, 1 H) 

KS^tfHil (FD-MS, m/z) :4 15 (M + ) 

HM0J2 4 3 

N- {5- [2- (4-7;M-o) 7x^y] -ti'Jv^U} -N' - {4- 
[(6, 7-^h^->-4-^;'J^) tfv'] 7x-;b} frP7 (2 7 9) 

6. 7-v?y h + >-4- (4-Ti;7*J*is) *J >J > (53mg) £ 
h)l*.> (5ml) lcJnl»8IPU HJxf-;U7S> (1ml) *Jn*.fc8U h 
>J7*7y> (5 8mg) £flO;U 4&IHiftlffllflEL*:o R£ttK:5-7$y- 
2- (4-"7JM-o) 7xy + S/t°»J *jy (9 5mg) SrflQ*.. 1 9#RM&B 

«*U M**no*/kk/7-fe h> (10/1) T'gg§f *S"J*y;M>5 
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1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 4 (d, J = 5. 5 Hz. 1 H) , 7. 0 1 (d, 
J=8. 5Hz, 1H), 7. 12-7. 24 (m, 6H), 7. 38 (s, 1 
H) , 7. 5 1 (s, 1H) , 7. 5 9 (d, J =9. 2 Hz, 2 H) , 
8. 01 (d, J=8. 6Hz, 1H), 8. 19 (d, J=2. 4Hz, 1 H) 
, 8. 4 6 (d, J =4. 9 Hz, 1 H) , 8. 7 7 (s, 1 H) , 8. 8 9 
(s. 1H) 

WMfttfrfti (FD-MS, m/z) :5 2 6 (M + ) 
£ffitil2 4 4 

N- {4- [ (6, 7-i?J Y*f-4-*J U Jl) 7 - 

N' - (3-^yf;l/7;;7x-^) vl/T (2 8 0) 

6, 7-i?/ h*->-4- (4-7U7x; + -» +>"J> (52mg) £ 
bJl^> (5ml) lc;&n&&»?U h'Jxf-;U7^> (1ml) ZlRx.tz&^ V 
V7*X?> (55mg) £JQ*.. 3ftr£\m®MffiUzo ^tel^-v^^U 

7;;t-'j> (6 9m g ) zijqx.^ i2^mtam^Mifz 0 Kfomiz&mfrm 

A/7*h> (10/1) T'Jg§§-riv"J^y;U^7A^D-7h^57^-(C«fc 
*)«WHU »{b^7 2mg, JW8 9%Ti#*io 

1 H-NMR (CDC 1 3 . 5 0 0MHz) .6 2. 92 (s, 6 H) , 
4. 01 (s, 3H), 4. 03 (s, 3H) , 6. 41 (d. J=4. 9Hz, 
1H), 6. 48 (d, J=8. 6Hz, 1 H) , 6. 56 (d. J=9. 2H 
z. 1H) , 6. 8 8 (s, 1H) , 7. 0 8 (d, J =9. 2 Hz. 2H) , 
7. 14 (dd, J=7. 9. 8. 5Hz, 1 H) , 7. 35 (s, 1 H) , 
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7. 41 (s, 1H), 7. 45 (d, J = 9. 2Hz, 2H), 7. 55 (s, 
1H), 7. 67 (s, 1H), 8. 45 (d, J=4. 9Hz. 1 H) 
m&ftVrm (FD-MS, m/z) :4 5 8 (M + ) 



HJfe0J2 4 5 

N- (2-fc Ko4->7x-jl/) -N' - {4- [ (6, 1-m h*->-4 
-*JV)l) **vQ Vz.=-)\A frU7 (2 8 1) 

6, h + i/-4- (4-7;;7xy + y) U > (105mg) 

£h;Ux> (10ml) Kfln&7§a?U MJxf-;b7*> (2ml) £}jn;irt:&> 
FU7*xy> (118mg) ^tnx.. 2^JnM3IML^o SJS&C:2-7S 
/7x;-;K77rag) £}JD>U 10»iMU o RC^IC^tK^ 

1 H-NMR (DMSO-dg, 500 MHz) : 5 3. 94 (s, 3H), 
3. 95 (s. 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 6. 7 3- 
6. 8 8 (m, 3H) , 7. 2 0 (d, J =8. 6 Hz, 2H) , 7. 3 9 (s, 
1H), 7. 52 (s, 1H), 7. 59 (d. J=8. 6Hz, 2H), 
8. 0 3-8. 0 8 (m, 1 H) , 8. 19 (s. 1H) , 8. 4 7 (d, J = 
5. 5Hz, 1H), 9. 46 (s, 1 H) , 9. 95 (s, 1 H) 

Sl^i (FD-MS, m/z) :43 1 (M + ) 
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HJfe#J2 4 6 

N- (3-b Ko*->7*-;l/) -N' - {4- [ (6, 7-S?y h*->-4 
7x^) 7 1/7 (2 8 2) 

6, 7->7h + ->-4- (4-7;y7x; + -» +;>J> (115mg) 
£h;Ux> (12ml) tcflQ*lJ8# U h U Jif\rt/7 S > (2 m 1 ) £fln*.fc& N 
M7**y> (113mg) £JJD*.> 2#RM&I&ftUio £fftftlc3-7$ 
;7x;-^ (73mg) *Jn** 1 0^P H 1]tlD^ii^ L/ro SJt5»fcftK*«^ 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 

3. 9 5 (s, 3H) , 6. 3 5-6. 4 2 (m, 1 H) , 6. 4 4 (d, J = 

4. 9 Hz, 1H) , 6. 7 7-6. 8 5 (m, 1 H) , 6. 9 8-7.. 0 8 
(m, 2H) , 7. 2 0 (d, J =8. 6 Hz, 2 H) , 7. 3 9 (s, 1 H) , 

7. 52 (s, 1H) . 7. 58 (d, J=8. 6Hz, 2 H) , 8. 4 7 (d, 
J =4. 9 Hz, 1H) , 8. 5 7 (s, 1 H) , 8. 7 3 (s, 1 H) , 
9. 3 1 (s, 1H) 
Kg#fflit (FD-MS, m/z) :43 1 (M + ) 

H&0J2 4 7 

N— (3-bKo^^^tol/7x-;l/) -N' - {4- [ (6, l- : Jt 
h*->-4-*7 1>-;IQ 7x-;U} 71/7 (2 8 3) 

WfeMl 97T^/tN- (3-ih*^M'-Jl/7x^) -N' - {4- 
[(6, 7-^h*'>-4-+;'J-^) 7*-;U} -71/7(19 0 

mg) £**y-;U (3ml) fcfcJBU 3 5 %im&ii »J 7 (5ml) 
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1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 38~7. 65 (m, 7H) . 8. 13 (s, 
1H) , 8. 4 6 (d, J = 4. 9 Hz, 1 H) , 8. 8 8 (s, 1H), 
8. 97 (s, 1H) 

WKMJHI (FD-MS. m/z) :45 9 (M + ) 
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vmmi 

Wistar-Kyoto^5 y h (B*f- + -;UXy><-tt^£A^) J: t) W**tfJ U 
^(Nephron. 22. 454 (1978)) iaoT«OTlfc 0 
10%«^>Iiaff]fitirf (OT^ FCS tmt) ££t;RPMI 1640 Jgife OelT^^tm 

*v>**mm*2 4X¥-&7u-htzmmL io%fcs *$&mmzT2 

Uffl%mitz 0 mm<l**Jl%t:t)1fa3xl 0 4 ^i4^A:^T^l|fe^0. 
5% FCS££frigil&t;:£&U *6lc3HiaWf«LTi«t*fflb**fco 
*I»*U £*L*:i!BB&500 ^1 ©««ITft*». 0. I%*^lfitiif7;l^ 
> (OT, BSAiBS-T) £#tr*g*l6£2 5 0/< mmitZo V/*JlXJl** 
S/K (OT. DMSOtBS-T) lcM$«^tUiaMll«COJmizl. 38^ 1 

*mim?mi OSOn PDGF-BB £i&t) £0. 1% BSA££i;Jgil6l;:&8?$-fr N 
Ctl^iS*<5 Ong/ml t -5 «fc 9 fc&tf x 2 5 u 1 ■fogSJn U 37*C 
T'l O^fa^^+i^-hL^o £ilfc£&£U 5 0 0 n 1 0 y >&g*ffi£g& 
*&k(pH7. 4) (STR PBS £&t) TttElfftM^ *ffl§Sfc°Ti&fbga5fc 
(IX Triton X100 ^ 2mM ;tvl> h'<*$;;l,&* h y ImH x.*U>>JTi >4 
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gfi&2 + h <l * A (ETK EDTA t ti&'t) h U X*g3j£g&l£7K (p H 7. 

4%) ) £5 0// ljBftlLfco 4 o CT•305>FH1J^&g1-SC<bT«£oI^bL^ 
1%?**) )imm± h 'J ^ A (£IT> SDS h U X*g® 

4a^fi*^«fe!lPL«k<ig^Lyi:o :®M2 0pli:o^T7. 5%«& 

PDGF-BB OjSJPIiJ:|}aBU >IMb*5ftfcPDCF5Kg» : ttl 8 OKDa ) 

PDGF-BB »K:,£SPDGFg:g#©gB , ; >IMbfi£ 1 0 0%> HI^*J«fcCKPDGF-B 

£^SBU>lMb5 0KB«ftK (I G 5Q ) SgtiiLfco 
**W©*b^©PDGF*g»@B»J >IMb5 0%PIW8S (ICgj) ttl 0 0 

*£i»©ff* LWb£«bi*©ft£Wf;:HL"C. y V^SAffllSlcfcttSPDGF 
5^SBU>lfefb5 0Kffi*SK (I C cn ) ©lt***2»:*£aTJ3r*-o 
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m 2 m 

PDGFS«#eau>iMfc 

fls^HM- B m m m ( j . ^ M) 

(2) 0. 4 4 

(6) 0. 45 

(8) 0. 1 0 

(16) 0. 05 

(29) 0. 80 

(32) 0. 30 

(4 3) 0. 0 0 5 

(4 4) 0. 0 0 6 

(4 5) 0. 014 

(4 6) 0. 0 2 1 

(4 7) 0. 0 4 3 

(49) 0. 018. 

(5 0) 0. 0 6 7 

(51) 0. 009 

(52) 0. 03 
(5 3) 0. 0 1 0 
(5 4) 0. 0 0 3 
(5 5) 0. 0 0 3 
(5 6) 0. 0 04 
(5 7) 0. 0 0 6 
(5 8) 0. 0 02 
(5 9) 0. 0 0 4 
(6 0) 0. 0 04 
(6 3) 0. 4 0 
(6 6) 0. 13 
(6 7) 0. 1 1 
(68) 0. 44 
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186EO&& Wistar-Kyoto 7>yh (7fi«) (B#f-+ -;UX 'J 
£A#) ) £ffiv*fc„ tfi^y hThyl. 1 lc*f***V * o-^uftfl^fc* 
OX-7 (Pathol. Int., 45. 409 (1995) ^ TfliSJ L /c) £1. 2mg/kg©fflS 

SS-tK OX-7^SS«tt) 1B2IH1. 8BHig«£gn»^LA:o *«#3S^ 
«kt)^feLfco ^*{co^Tfflc(c2 Ofl©*«(*:*«Cf. SMfcftgfcJSTF© 

i : 2 5 «jeiT©wwe*B* * 

2 : &J$#rt 2 5 ~ 5 0 X<D8ftffl&e& * 

3 : #3$f*F*3 ^5 0 — 7 5 K©Bfcffi£&Sft * 

4 : #**«:rtK:7 5~1 0 0%©SWb«*Bi&S 
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Yb^»3 2©fc##l©**tWW!dW* (%) *£TFfcw*o 

iiaft^« »»»g<HqHW» (%) mmm 

lOmg/kg 1 1. 7 P<0. 0 5 

3 0mg/kg 1 0. 2 P<0. 0 5 

1 OOmg/kg 1 3. 7 P<0. 0 1 

1*1*0] 3 

1 <k^#^4 ao^b^fto-y^xajfliiUBBa cp 3 8 8) ^itf-fzmmm 
Sam 

ftmt4 3©<b£tttt* MWBW^MLfc^C'Xlc** LTJSlT©at)« 
^x6jfitfS$BIiaP3 8 8*fflfl& (ATCC^bA?) ^lxl0 6 <iMKrtlc 

1 3 0K©B^**<B«i>&ftfco 

2 Jb£%)#^4 3©fls£#[©fc h^'J*— 7<Bia (GLO 7) KiftN-Sfflg 
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mftmz 1 1 itztz<Ditf$m<Dx a mmmwmz c x, &mtem&tm<D 
iifti^Txtu mmmmsm (tgir) = a-Tx/cx) x 
i o o^**/c 0 mAm$®umm*"c\ wtg i rm«7 6%-c*t) N 

3 *%B/3<P>f b£%l<P t: h ^ U ^ — 7»(GL0 7) tcft-fS 31 
2i|l|^lc N t h **»J*— 7mJfaGL0 7 (H^^*^^*>t)A^) £ 

teaowwtste 1 1 1 tit %<Dttmm<DxB gcommftmzcx^ &&&&&& 
^»©ww«*Txiu ammom* (tgir) = ci-tx/cx) 
x 1 0 ozx&tzo zti^om^ms^^to 
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mmmmmm 

tt&&m^ (TG I R%) 

(44) 78 

(45) 68 
(52) 86 

(56) 52 

(57) 64 

(58) 57 

(59) 82 
(165) 70 
(168) 56 
(173) 54 

(190) 50 

(191) 50 
(194) 59 
(22 5) 58 
(2 2 7) 7 8 
(2 2 9) 8 1 
(2 3 5) 78 
(2 3 6) 84 
(2 3 7) 74 
(242) 62 
(244) 73 
(254) 85 
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(2 5 5) 8 6 

(2 6 0) 5 2 

(2 6 2) 8 7 

(2 6 4) 6 3 

(2 6 7) 6 5 

(2 7 2) 84 



A¥) ^?-K7^xi:iIU IMW1 0 0mm 3 Sttfctt?fcBfc&-?£l| 
©MJWM©^^-^ttSJ:a«wlS4E-rojc8^*L^ 1 0 Omg/kg 

Lfc 0 Cft£©M£i#^JJ«£ (TGIR) Oft«££4&£jjr*- 0 

3&43I 

jSBai SI (TG I RK) 

(4 3) (5 8) 
COL-1 colon 68 74 
St-4 stomach 78 86 

L-2 7 lung 8 3 9 6 
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mum 

-S¥9~10E©liteDBA/l JNCrj^*X (9i5ft) (B*f- + -;UX 
'J'<-tt^bAf) fcffi^fco 5ml©*S/£*IIffi:3 5 0. 3 96#W»tt 
(K-4 1, y>ttffirWiiE£e) » 1 5 mg© Mycobacterium tuberculosis 

H3 7Ra (Difco Labs. *^A#) n 2. 5ml©£S:&:£&fcJ;tf7. 5ml© 
^7n^f> K7 K (Difco Labs. ri^A^) 3 
«1U ^">x©m«a5tc 3 illHOPM^ 2 @. lESfc>)0. lml&TtS^LH 

1 ehs^s 3«fl(«fe/ttffliMWft MMUso 



7/10 70 
lOmg/kg 1/9 11 

lOOmg/kg 0/10 0 
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*mw<Dit&®\u mntsmmmiztttzmmftm* «fc&#L<w\ pdgf^ 
g^eB'j ymmmftm^tzztfr*. Guam. & ««m 
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it # o m m 

i. (i) ^&t>zn&*; v y&nt#K*>aiz*i-v i ) >mm#. *> 



X 3 




( i) 



RjiRgli-ftciotC x - C 3 ©7;u*i/>^fi£-rs4>©T'*t)x Wli 

CHSfcliNT&tK 

1. WtfCHO*^ 

(a) XtiO£fciiST-£tk QfcU 

£ (ID : 




c 1 -c 5 7;i/+;K C 1 -C 4 7;l/3*i/*^JiC 2 -C 4 7->JU-efeS] T 



PCT/JP96/03229 

2 2 1 




K4\ mli±8B£|S|**-e*eK Rg' tifiBUfcOH^ C j ~C g 7;l/+;K 
S (IV) : 




K4 I > mfciO'Rg' tt±IE£Ea&Sre*tK R^ilK C 1 -C g T^+ 

(b) XliO. S^y=(iCH 2 T'*0s Qli> 
(V) : 




«4\ jfc<fctfkkMIStfKOi:fcttlT&frK RgliflSfllcH^fcttCj - 
(C 3 -c 1Q ) 7;i/+;k C x -c 4 7;U3*->£;u*'^;k 7x-;K 
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3 (HI ) 
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OTtSt^ ft* t> -5 1 ®<D^r oigC^S-W L TVT & «fc l> 5 - 1 tzii 6 - 
□ 7 U S 9 - * fcli 1 0 - A<DW8£.<D^t n 7 

y-;u£-c*tK A-e**>$ti<5cne>©7^*^*x 7 , j-;i/X*fctt'V7-o 

7U-;bg{is CN> NO^ OH. NH^ ^of> N C^-C^M^k 

«K CC 3 -c 1 Q ) 7;u*;k c 1 -c 4 7;i/=i*->. c 1 -c 4 7^=»+v 

*7Jbtf^.;k C 1 -C. 5 7'>;Us C 1 - C g 7i/o* C x - C g 7-M=-U > 

c 1 -C 4 7^+;U7^x (C x -c 4 7;u+;u) tsa 

C0 2 H N CONH 2> N- (C 1 -C 4 7;U+;U) 7S H\ N, N-v>- 
(C 1 -C 4 7;b+;b) 7^ K\ C 2 -C 4 7>'U+>'b7$ H\ h'J7MD^ 

;k c 1 -c 4 tji>*jii-*^ y^-JK Ijft7x-JK 7x; + a l^x 
; + y v 7i^f^ sgi^i^f-^ 7x-ib (c 1 -c 4 7^+;i/) . 
gg|7x-;u (C 1 -c 4 7;u+;u) . t°U >>;k t°5^-;k eus^^k 
h 0 'jyv?-;k t s o'J>>-;k f^y^-^k tf^^-Jk **fcT^7^-;k 
*;M*y.=.;k *J '^k +^-*/U-^k Ol/^k g&'OV'OH^cli 
C 2 - C 4 7 i/frfr bMIRZtiZ 1 ~ 5<!©^&g£W LTi^T & «k < . B (i N 
0. S N NH, NCN. NRg^^^NORg (CCT\ R g tiC y -C^TJl 

2. W*<N©«^ XtiCk S£fctiCH 2 "e*tK Ql^ 
* (V) : 
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2. A (I) W#CH-e*«K X^OttzltSX^lO, Q*<5$ (ID > 

55; an ) £fct*5S; (iv) Wfj&giicfBfW)*/ y >if3i#fc«j;tf 

3. 5$ (I) 4\ W^CHT&f^ x*<o-p*^ q*<5£ (ID . 5$ (III ) 

(iv) Testis. WjftgiKKtt©*/ 'J >R##i3«fctf**i&©isi 

4. 5$ (I) X*<0 N St-fcfiCHgT**). Q#5£ (V) -e*£ft£, 

5. it (I) 4>s Rj^fcitJfRg^fljBiJIcCj -C 5 7;U*^T?**)h Q*< 
5* (V) [3* (V) 41. j*5«fctfk^0T&*K BfcU 0, S. NOR g (CC 
T\ RgliC 2 -C 5 r;u+;l/TafeS) Tm>£*i£. f&#® 1 icKtt 

6. 5$ (1) 4u R 1 *J«fcC5R 2 *WJ{cC 1 -C 5 7;U^;UT*0> Qri< 
£ (V) [5£ (V) j*<0T'*0^ok*U^5K 
^ok^OT**^ R 5 ^7K^*fc(i>^^T"*0. BfcU CK S x NH> 
NCN. NRgt^JiNORg CCT> RgliC j - C g T Jlf-JlX'&Z) T* 

7. a; (i) 4\ R 1 fe«^:O f R 2 *WJ^wC 1 -c 5 T;^+;^T*t)^ Q*< 

* (V) K (V) 4\ jfc«ktfk*<<!:$>|clT**?K R 5 *mK*XSfc(* 
^f-;UT'**P> Bfck CK S % NH % N C N N NRg£fcliNORg (CCT\ 
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8. £ (VI) : 



O 




(VI) 



JUT-ab^ Ali^f-Jk x^;k -/Dt°;k ^y^otX 7?-;k 
s-7f-;k t-7?-;k 'Of^ ^rv^>f-;K i/^o^>f-;k *>^dA 

-ho N 7SA *f\rt/7$ A i^yWiA $>if-;b7S A i^7o 
^V"/nh°;k 7>;k -f7T>;k s-7f-;k t-7^;k ^ h*-> N ^ h 
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wiiCHtfciiNT&tk iiiO-e**)i^kiil-eJb«K £fcti 
j tt 1 T'& t> jfro k {* 0 X'tb K) > R x *5<fctfR 2 lifflSiJtc C x - C 5 TJl^rJll: 
R 5 (i7K^^(i>f-;UT'*t)> A«yf-;k xf-;k ^nf;K -(V/ 
ot°;k 7f-;k -fvyf-^k s -^^k t-7f-;k ^>f-;k -fvof- 
;k *>^D^>f-;k i/^o'v.+ ^k *>?n^-/f-;k 7x^jK ^-7^;k 
7>j;k f-x— ;k t°'J itjlttzltf) i ;UT*tK AT^^tLS C*it> 

* N 3-H\ ->7;> kKo + k -ho N 7iJ, /^JlTiS^ 'Jt^frT 

)K -Xf-;k x^;b N yoh°;k 'fV^ofJk 7^k ^V^f-^k s-7f- 
;k t-y^;k h*->* xh*v\ ^n^+k 7 7> 
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WfiCH*fcttN-e*.tK R 1 *fcttR 2 {iflSiJicC 1 -C 5 T;l/* 
RgtiWJjCTfc^^^ii^^^T'^^^ AteC 1 -C 6 r;u^;k 
c 1 -c 4 7;i/^-;k i/^o^v^k ->^d^+*>;k *>?o'y/f-;k 
C 1 -C ^Th-n^-i/ivl**— ;k 7x-;k + 7l-)K 7'J;k f-x— ;k ^ 
>vV;k 7-trf-;k f'J >>;k t°'J $ i?x;k fa «j >>x;k t'^'J ;k 
fX^v^k *tkX7^-;k *-;U*liyT£>0x AT^fc>£tiSC*i£cD 
7;l/+;l/S^ 7 'J -;H^fc(i^fo7 'J A D >f> N ->7;^ C0 2 
H N CONH 2N k Kd + K - ho, 7*A C j - C 4 7;1/*;U7 S y » 
- (C 1 -C 4 7^+;b) 7S>\ C 1 -C 5 7>d + >> C 1 -C 5 7v/;k 
C x -C 4 7;l/+;U^^- N hU7^toyf;k c 1 -c g 7^*;k c x - 
C 4 7;l/3**>>>k C x -C 4 7>>U=» + v/^;k+'-;k N- (Cj-C^JU* 
;10 7 S F\ N, N - S J- (C x - c 4 7;I/*;lO 7 ^ K\ c 2 - c 4 7;U*;U 
7i h\ xf i^>«mk 7i-;k 7x;*a g&7x-;k 'OV-Ok 
t°'J^;k t°7^~Jk t 0 »Mv>-;k fcfU^-)k *>"j;k tfc'tt*^/ 
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H. NCISU NRgSfcteNORg (CCT\ Rgli^;!/) T£>£] T^t>£ 
11. (IX) : 




[iStk W(iCH^^(iN-e*t)> Rjfc^tfRgiiflS'JKC -c 5 7>M : ■ 
;^-e*^^^ Rgli^SiJfCTK^^^ti^^^T^O. A(iC 1 -C 6 7;i/+;k 

C 1 - C 4 7;l/^;k ^o^>f;K S/^D^+Wk v 9 u^rf+A,^ 
C -C 4 7;HJ*->*7;l/**-Jk 7x-;k ±7*jW 7U;k f-x— ;k < 
>W;k 7-fe^;k fu >>;k try s V—jw t°o y >>ji;k e^y v^Jk 

H N CONH 2> bKo+i/, -ho N 7SA C x - C 4 7;1/*JU7 $ A S> 

- (c 1 -c 4 7;u+ju) 7^>\ c 1 -c 5 7>d + >x c 1 -c 5 7->;k 
C 1 -C 4 7^;Uf-^ h 'j7;M-oy?-;k C^-C^M^k Cj- 
C 4 7^3 + i/;k C 1 -C 4 7JH3+>/7^t*--'k N- (C^-C^^* 
"AO 7$ h\ N, N-S*- (C.-c.t;^) 7$h\ C Q - C „ 7;U*;l/ 
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t D 'Jv?;k t°5v?-;k t°l)**v^;k *yj;k tfcfi+^V 

12. 5£ (VI) wa<CHT&S. H^S^tseo+y 'J >&3M«3«k 
1 3. 5t (VII ) W^'CHT*^ M*&9\ztiMQ*; >J >SiaH*fc 

ck # * n h om^fiKftigT g * &> 
i 4. 5£ (viii) w*<cht*Sn 0fci2«©*>' y 

15. (IX) s*\ W*<CHT?*5s ft*3®l llwiEtt©*^ «J >9S3M**5 
1 6. a (X) : 




(X) 
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[5£+> WteCH^fctiNTfc^K R 1 *^(iR 2 (ifiSiJlcC 1 -C 5 T>'b+ 
tuK>?)W i/9w\* f s)W o/\7>;k 7 >) C 1 - C 4 7>>U:34- 
(D7)l*)im^ &iz\$7V-)l&\U OH, COgH. 7;M-o > ?no N 7*0 

*oy*-;k C 1 -C 4 7;U+;K C 1 -C 4 7;m + ^ fc?'Jv>;k £fcli7 
1 7/ 3 (XI) : 




K«k W{iCH^^IiNT**l9N R x £fcliR 2 (iffljgijKC 1 - C g 7JU* 
^T**tU R 5 {i@SiJ(C7jcmt^ti^^U"e*f3, A{iC 1 -C 5 7;l/+;K -> 
^n'Of-Zk -/^d^+S/^ S'^D'V/f^k 7U;k C^-C^^Un*- 

©7^+;l/S % £fcte7'J-A<gtt N 0H % C0 2 H N 7;M-o x ?an N 7*0 
3-K„ -ho, 7$ A v>- (C, -Q A Tfr*)V) 7S>\ a*-1/>$; 
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tp^f;k c x - c 4 7;u+;k c 1 -c 4 r;ni + ^ eii>>;k 

18. (I) *K W^'CHTi^ X*<0-e*t). R 1 *>«kCKR 2 ^<hfc 
lc^;UT-*?K Q*<^ (V) K (V) j &£tfkfim%HKO*tz&lT* 

ifcl±^n7'J-;bSli, 0 H N C0 2 H^ yjlyfa^ ?ocu yot, 3- 

h\ - hn, tsa (c 1 -c 4 7;u+;b) 7$ a xfi/>i?t+A 

;k C 1 -C 4 7^+;k C 1 -C 4 7;Un + '>s f'Ji?;K *fcli7x-^ 
££ft$ftSl~5<l©fi&g£WLT^Tt>«fc<, BfcU 0, N H N NC 
N N NRgtfctiNORg (;ct% R g (i/f ;l/T'£S) T-&£] T^frSn 

19. 5$ (I) «K W^CH-CfetJs R x > Rg^tfefc^^T-fctK 

2 0. 6, h + '>-4- (2-^ h + '>7jcy + '» 4V »J > N 6. 

7-S** h + v/-4- (3-^ h**>7*y*-» +y U >\ 6. 
*>-4- (4-^ h + ^7xy + » +y 'J >\ 4- (3-7;^D7x^^) 
-6, h*->+>"J > N 4- (3-t Kn + «>7x; + i/) -6, 7- 

V/ h*i/*S U 4- (4-7*n^7x;*i/) -6. 7-i?^ 
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•J^4-(3, h + ->7x/^-» -6, l- f J* Y* : s*cJ 'J>> 

6, 7-i?^ + '>-4-(l-t7W+-»+;'J> N 6, 7-^h + 
•>-4- (2-*7f\M-**» +y U >\ 6, 1- ! J* h**>-4- (5-/ 
h + ^-1 -^7^;U**'» *yj >x 6, 7-^h*«>-4- 
*S/-2--*-7f-;M-*-» +y U ^ 6, 7-^V h*S/-4- (7-y 

+y «j 6, 7-^y- h+->-4- (6-+y y-M-*vO *y u 

4- (4->T > KU^**'» -6, 7->M h + >*y U 4- (5-W> 
Ky;M**S/) -6, 7-vM h**>*y 'J >> 6, 1 - ! Jt Y*i/-4- (3 
-y- h + v/7x-W) *y U >£fcl;J:6, 7-v>V h*«>-4- (4-/- h 
+e/7x^;uf-^-) +yj>^bl^$n^ ift3fc£lKlBtt©S (I) x~&t> 
S ft £ ft^ttfc .kc/^tit) oH^Wi-^^ £ * £ 0 

21. (4-n-^7x-;l/) {4- [(6, 7-^ h + <>-4-+ 
>"J;b) t + 7*-;i/} y*y>\ (4-t-yf;i/7x-;b) {4 - 
[ (6, 7-i?n+">-4-*;'J;l/) t+y] 7i-A) t*jy^ (4- 
h'j7^nyf;l/7x^) {4- [(6, 7 - h**>- 4 -*J y 
t+>>] 7x-;l/} y^;>, (4-t-7'f^7x- i il/) {4- [(6, 7- 
h*i/-4-**»/y.=JlO 7x-;H y*y>> (4-t-7** 

{4- [(6, 7-vM h+->-4-+y yvlO 7x^} 

y*y> % n- {4- [ (6, h+>-4-*y y;u) 7x- 

;t,} -*>?d^^>*7;U#*1M Kx N- {4- C (6, h + i/-4 

-+yy;b) 7x-;l/} - (4--ho7x-;l/) fc^K+lfS K> N 

- {4- [ (6, l-'J* h + ->-4-+yy^) 7x-;l/} - (N, 

N-v?^W;y7x-;l/) *mt; h\ N- {4- [(6. 
+ v/-4-+;'J;W 7x-;l/} - (4 -7-fef-;U7 *.=.;l,) jjjltf* 
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b\ N- {4- [ (6, 7-V* h*f-4— *V 7x-JH 

- (4-n-^l/7x-Jl/) H\ N- {4- [ (6, 7-S» h 
*->-4-*yj^) 7x-M - (4-7* h* ^7x-;b) tf^Utf* 
■frS h\ N- {4- [ (6. 7-->V h*<>-4-*y »J;U) 7i-^} 

- (4-7*o*7x^) h\ N— {4 — [ (6, b*-> 
-4-*yj;U) 7x-;l/} o^>^ isfijls*;*-* * h\ N — 

(4-n-7-f;l/7x-;W -N' - {4- [(6, 7-^h + v/-4-^; 
<J;b) 7x-;H -7U7, N— (4-t-^f;l/7x-;l/) — N' — 

{4- [ (6, 7-^^ h^v/-4-+y 'J;10 7x-Jl/} «7U7^ N 

- (2- MJ7;M-oy^;U7x-;l/) -N' -{4- [(6, 7-^ h*-> 
-4-*;<J*) 7x-;l/} <7l^ N— (3-h'J7^oyf;l/7 
x-;b) — N' - {4- [ (6, 7-i^y h*S/-4-*y 'J^) 7x 

7U7 N N— (4-h'J7;l/toyf;l/7x-;l/) -N' - {4- [ (6. 
7-'J* h + i/-4-+yj;l/) 7x-;W 7U7> N- (2-^h + 

v/7x-;l/) -N' - {4- [ (6, 7-'J* h + ->-4-*y>J;l/) 
7x-M 7l/7> N— (3-> h + v/7x--il/) — N' - {4- C (6, 7- 
^h*v/-4-+;UA) 7x-;l/} 7U7s N- (4->/ h*v/7 

x-;b) -N' - {4- [ (6, 7-V* h**>-4-*y'J^) 7x 
->!/} »7L/7> N— (2-7Wo7x-;l/) — N' - {4- C (6. 7 -it* 
h*^-4-*V 7x-JH -7U7x N- (3-7Mo7x- 

;U) — N' - {4- C (6. 7- ; J/ h*S/-4-*y U;P) 7xz;H 
7 1/7, N— (4-7MD7x-;l/) -N' - {4- [ (6. 7- : J* b*i/ 
-4-+yj^) y*-M Vl/T^ N— (4-7-irf-;b7x-;l/) - 

N' - {4- C (6. 7-vM h*v/-4-*y U'l') 7x-;H £1/ 

7 N N— {4- C (6. 7-5** h*S/-4-*y U^) **•>] 7*^^} - 
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N' -n-T'o t 0 ;l-7l/7. N-n-r^Jl-N' - {4- [(6, T- ! J*Y 
*>>-4-*y 7z-J^ l/7> N- (2-7;l/tD7i-W 

-N' - {4- [ (6, l-'J't h*«>-4-*^/'J-;lO 7x-;U} 
71/7. N- (2-^ h*->7x^) -NT - {4- [ (6, 7-v>V h*«> 
-4-+^-VU-^) 7x-;b} OUT. N- (3-^ h + i/7x-;u) 

— N' - {4- [ (6, h + '>-4-*^7'J-;l/) 7x_;U} 
7U7, N— (4-/ h**>7x-;l0 -N' - {4- [ (6, 
-4-*^7D-;U) 7x-;W 9U7. N-n-T^b-N' - {4 

- [(6. 7-^ ^i/^-WJ-^) 7xi;H 
{4-[(6. 7-^y Y*i<-A-*J 'J;i/)t+->]7x-;H [4 -^e;u* >j;7x 
-;H {4-[(6, 7-i?y h + «>-44; 'J^)t+«>]7x-;H [4 
-t'aiji;;7xi;H (H(6,7-^h+'>-4-+;'J;W 
■>]7x-;H [4-t°^U *JJ 7x-;u] N-(2,4-^^od7x- 
;U)-N' -{4-[(6. 7-v^ h*'>-4-+;'JiI/)*+'>]7x-;b}')U7 N N-(3. 
4~^^dd7x-;U)-N'-{4-[(6, 7-v^y h*>-4-*y iJW>>]7x 
i;l/}7P7> N-(3. 5-v^nn7x-;U)-N'-{4-[(6. h*i/-4-* 
y U i/] 7 x 7l/7xH4-^oo-2-yf^7x -;10-N' - { 4 
-[(6, 7-vM r*5/-4-*y 'JyW->]7x-;l/}9l/7, N-(3-7 S y- 
4-^no7x-;l/)-N'-{4-[(6, h*->-4-*y >J^->]7x- 
^}7l/7> N-{4-[(6, 7-v?y h + ->-4-+;'J^)t*^]7x-;l/}-N'-(2 

-t°u v?;uy^;u)7U7, N-(3. 4-^7;M-o7x-;U)-N' -{4-[(6, 1- : J 
* H+V/-4-+; 'J;l/)t*i/]7x- i )H7U7, N-(2. 4. 5- h U7;M-o7 
*-=Jl/)-ir-{4-[(6. 7-i^y h*v/-4-+y 'J 7 x_;U} 7 U7. N- 

(3-^od7x-^H'-{4-[(6, 7-v?y h + ->-4-+y l J^)t*'>]7x- 
M*l/7^ N-(4-t Ko+i/7x-;U)-N'-{4-[(6. 7-5>y h*S/-4-*y 
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3 3. If3&®7, 10, 1U 14> 15, 16, 17, 1 

EfcKttofc^ttas £ tf* ft t>o^i:^T i * e> a s ^stfft * 

3 4. if3&S7, 10, 11, 14, 15, 16, 17. 1 9©^-fft^— 

3 5 . mmf&®mm<Dfemzmt zmmizr&mi&hmvmim 1-21© 



WO 97/17329 PCT/JP96/03229 

236 



tzfemmh&omxm 1-2101 ^tn^-m^moi t&b%&*§--t z c t & 

4 0. KSHfiffio^HE^gf *MM\ti&tt(^om®Ll -2 1 ©nf 

4 2. RQij ^-7^0?&^g-r5^#»c^^!«©lt^l-2 10l> 

4 3. ^(*W^Of&«f^lltSB#{cr&|j||^ScD|f^5^ 8. 12© 

4 4. ®&©fc££g1-Stl^©teSEW^©ia*£7. 10s 11. 14. 
15. 16. 17. 1 9Q^i*ftfr-mz$ffi(D4t&®Z&$+ZZtfrZ>t£Z 

45. &fom®fem*&t zm^Kfemwmomimi. 10. 11. 

14. 15. 16. 17. 19©V^ti*v-airl3«Oft6«*ftW-BCt^ 
4 6. U *v*©te&£g**£#lcte#W^©m*S7. 1 0. 

ii. 14. 15. i6. 17. lsov^-rnj^-aiciMo-fb^ft^ftw*" 

4 7. m^Wiia^^5Slii"r-5^i6©. M«91 ~2 I0^fn*v-5||CC 
«©<t£$l©{£fflo 



WO 97/17329 



237 



PCT/JP96/03229 



4 8. .fflUm*W*t*iz*>o*1M&ll* 10. IK 14. 15. 
16. 17. 1 9 0^fti^— 3®lcf2«©^^©ttfflo 

4 9. m&*)*'**t&m'£:2U&+&izto<0* W#E7^ 10. 11. 14. 
15. 16. 17. 1 9 <D^?tlfr-mzim<Dlt&®}<D&m 0 



INTERNATIONAL. SEARCH REPORT 



International application No. 

PCT/JP96/03229 



A CLASSIFICATION OF SUBJECT MATTER 

Int. CI* C07D215/20, 215/22, 215/36, 239/74, 239/88, 239/93, 
401/12, 405/12, 409/12, 491/056, A61K31/47, 31/505 
According to International Patent Gassificsfton (IPC) or to both national classification and IPC 

B. FIELDS SEARCHED 

Minimum documeotauoD searched (classification system followed by classification symbols) 

Int. CI 6 C07D215/20, 215/22, 215/36, 239/74, 239/88, 239/93, 
401/12, 405/12, 409/12, 491/056, A61K31/47, 31/505 

Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched 



Electronic data base consulted during the ioiemanonal search (name of data base and, where practicable, search terms used) 
CAS ONLINE 



C DOCUMENTS CONSIDERED TO BE RELEVANT 



Category' 



Citation of document, with indication, where appropriate, of the relevant passages 



Relevant to claim No. 



JP, 6-507643, A (Rhone-Poulenc Rorer 
International (Holdings) Inc.), 
September 1, 1994 (01. 09. 94) 
& WO, 92/20642, A 

US, 5480883, A (Rhone-Poulenc Rorer 
Pharmaceuticals Inc. ) , 

January 2, 1996 (02. 01. 96) (Family: none) 

JP, 60-120872, A (Kyowa Hakko Kogyo Co-, Ltd.), 
June 28, 1985 (28. 06. 85) (Family: none) 

JP, 57-158780, A (Bristol-Myers Co.), 
September 30, 1982 (30. 09. 82) 
& US, 4343940, A & DE, 3203770, A 



1-34, 47-49 

1-34, 47-49 

1-34, 47-49 
1-43, 47-49 



i n Further documents are listed in the continuation of Box C. ( | See patent family annex. 

T* l a t a d i x ua i tat published after the iateraatioaal filiag date or priority 
data aad not is eooQict with the appticatios but cited to r 
the pried pie or theory underlying the tavestaoa 



of the art which b aot c oaai dered 



Special categories of dted t 

~A M docamemdefisjagthegsmctali 
» be of particular relevance 

eaffcerdoc*emb«|tthu*e^ 
!"L" doosmest which may throw doabts oa priorHy daises) or which b 
chad to establish the publfccatioa data of aaother dttttoo or other 
special ream (as soeoSed) 

"O" docameat referring so an oral i 



docmmcfttpelttshedpricrtoo^ 
the priority date eiaisaad 



"X" docameat of particular relevance; the claimed iaveetioa mead be 
cea ai d er e d eovel or caaaot be co asi dete d to involve aa iaveative 

Step VfwIBB dOGVe^SCjsVl is CftkCft AwOttC 

"V d ora a vm t of pa r ti cu l ar relevance: the daimed imtut^ frr 
co aai do red to involve aa inventive step when the docameat is 

******** wilko^ft or mamn Aar«nrh ^ffnrWfatS, SWfa q 

behuj obviooB to a peraoa akiiled ia the art 
-A* do<Wffitraea^bcrof thcaaaaepatt^faa^ 



1 Date of the actual oonpktion of the international search 
1 January 10, 1997 (10. til. 97) 


Date of mailing of the international search report 1 

January 21, 1997 (21. 01. 97) 


1 Name and mailing address of the ISA/ 


Authorized officer 1 


Japanese Patent Off ic 




1 S?Mtma* Na 


^^svlaVfAhs^Awt iNfa^* 1 



INTERNATIONAL SEARCH REPORT 



latmaiioui application No. 

PCT/JP96/03229 



Box! Observations w here certain claimi were found unsearchable (Continuation of Item 1 of flnt «htti) 

TnUmternatfe«lmrcb 

l * B S^SSSl} to wbt« matter not required to be searched by this Authority, namely: 

Claims 35 to 46 pertain to methods for treatment of the human 

body by therapy. 



I I Claims NoaJ 

1—1 becauae they relate to parts of the international application that do not comply with the prescribed requirements to such 
an extent that no meaningful international search can be carried out, specifically: 



3. P"l Cairns Nosj 

L — 1 becauae they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 



Box II Observations where unitv of Invention b lacking (Continuation of Hem 2 of first sheet) 



Tbis International Searching Authority found multiple inventions in this intemstional application, as follows: 



1. As ill required additional search fees were timely paid by the appiicam. ibis international search report covers all 
searchable claims. 

2. Q Asallsearchableclainu^ 

of any additional fee. 

3. n Ai onlv some of the required additions* search fees were timely paid by the sppiicam, this tntenfational search report 
1 — 1 coven only those claims for which fees were paid, apecifically claims Nos.: 



*. pi N reouired additional search fees were nal search repon is 

L - 1 restricted t the invention first raemi ned in the claims; it is covered by claims Nos j 



Remark a Protest Q The additional search feea were accompanied by the applicant's protest 
["I NoprotaataccccimanieJth payroe^ofad^iUona I search fees. 



BftS92f8& 



SBiUHS^ PCT/JP96/03229 



A. %W<DR+i#fKD4m (BMMMMH (IPC) ) 

Int. CI' C07D 2 1 5 /2 0. 2 1 5 / 2 2. 2 1 5 / 3 6, 2 3 9 /7 4, 2 3 9 / 8 8, 
2 3 9 / 9 3, 4 0 1 / 1 2, 4 0 5 / 1 2. 4 0 9 / 1 2, 4 9 1 / 0 5 6, 
A61K3 1/ 4 7.. 31/505 



Int. CI' C07D 2 1 5 / 2 0. 2 1 5 / 2 2 . 2 1 5 / 3 6. 2 3 9 / 7 4 . 2 3 9 / 8 8. 

2 3 9 / 9 3. 4 0 1 / 1 2. 4 0 5 / 1 2. 4 0 9 / 1 2. 4 9 1 / 0 5 6. 
A 6 1 K 3 1 / 4 7. 3 1 / 5 0 5 



CAS ONL I NE 



- 5 0 7 6 A ( D- 7 5 > 0-7— -f>?-tyaW (* 

1. 9fl. 1 9 9 4 ( 0 1. 0 9. 9 4) 

A 

(o — ? — ~f— 7 > n — 5 — 
13. 1 9 9 6 ( 0 2. 0 1 



J P. 6 

&W0. 

US. 5 
* >3- 

JP, 6 
0 6.8 
J P. 5 
.19 8 
0. A 



92/20642 
4 8 0 8 8 3. A 



2. 



0 - 1 2 0 8 7 2. A («fc«SM*5££&) 2 8 
5) 

7-15878 
2 (3 0. 0 9 



A (VilXb/U—r^-Y-X 
2) &US. 4343940. 



. 9 6) 
(7r i 'J-ttU 
. 6fl. 1 9 8 5 (2 8. 

(7r 5 »;-ttu 

• -h 3 0. 9 ^ 

A&DE. 3 2 0 3 7 7 



I 



1-3 4.4 7 
4 9 

1-3 4, 4 7 
4 9 

1-34. 47 
4 9 

1-4 3. 4 7 
4 9 



□ Cfl<DtttCfcXtt*<*l*3*l?l>«.. 



© 

TLJ «5fc*£SlC***frat-i*ttXI*ft!l©XiK©«fr 

roj onic^iM^ s**us&i-«*tt 



©b ©»£&«* ft**** 

»<om»<o fzibtcmti t>© 
ryj wicH«o*sx«T*or» Sttxmttttoiei 
r&j 0-/<r>h7r 5 U-Xtt 



H»BWE*S57LfcB 

10. 0 1. 9 7 


ansns«B&0&&B 

21.01.97 


3«8ME«H©€t*Rtf*T5fc 

B*ffl tf/r (I S A/J P) 

10 0. 

JWRUff-ftEBKB^HHTB 4 S 3 * 


& » s « 

03-3681-1101 C 


4C 


7 0 19 


m 3 4 5 2 



OSCPCT/ I SA/2 1 0 (*2^-i>) < 1 9 9 2¥7fl) 



EBHb®$*f PCT/JP 9 6 / 0 3 2 2 9 



?£3l8S&SI3l|l,(PCT 1 7$(2)(a)) OSSCiO, C®@Ra«IR£«i3:©gSK J: t>SM?©6B©-&lc-3UTtt 
1. :Xj»#(DiSB 3 5 - 4 6 14, C©ggRagt8HM<ag£-f -5 C <h^S IttOtt&KC&S t>©T&3 0 



2. _j»#©ef§ it* &miiKm&m&ztzztt><TZzm&iT~i-fii£.(Dmft*mt:iT^ 



3. _»#©i318 (4, KS«*coefflT*oTPCT)i|iJ6.4(a)0«2X&Cfa3S:0«3e<r 



iD!iDag*a»*s«i-ssTt,^<, r^roasoi^Jt^oinffiico^Tag-r-sci^TgfcoT?, it 



4. □ diiSA*<^s^iiA)ag^at4^wp»irt«wii«iWL^*^fcOT. ccossaas^ii, »#©eB©«fiHif2« 



o r» *r ✓ 



